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(57) mild: 

R2 




i^fp. R : - Y ' - Y2 - Y3-R a (^tp. Y Mi#i^^^ ; Y 2 - C 

( = 0) -NH-^ ; Y 3{igm^t^-c^^-c cfc v^T i; -;u^) s^^n^mm ; 
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mmm 

5 o 

10 

-2) C i: tl.T V^ S ^5>{-s Hypertension (1997) 29, 1204-1210 T 

20 iJ>i-\iy> Y^mi;^t{yXit. 1 9 9 0 ^{C* >:Mf y ^ h* 1 

25 -fb^feJiPMU. Jrt^J^f^ffis (Nature, 

1993, 365, 61-65) o 

1 
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15 



^&nmM. m^imm. mmMhLXm^^nXh^^ (Nature, 1998, 349, 277- 
281)o 

^<i^h bT{±. WO99/'0249 9 RXfW O 00/40562 fc^y ni^UM 




— tf 'J F :ymmi^il bT(±. E P 0 4 8 1 8 0 2 :5^tJ« J.Med. Chem. 1998, 
36, 953-066 |Bf!6® in; H I VS'I4 ^ W f § 'fb^tJA^^if 6 S o 

Sfet^LT© (A) {::^-r=3s-y D E^CD*P^#:h UT^IBBS 5 8 - 

4 6 0 6 8 ^CiB«$nTV^§o*fe^J^^T®(B){3^t-t^ U h' >P#ft:>?)5.J. Chem. 

Soc. Perkin. Trans. I (1984) pi 173- 1182 CgB®^ V^ S o 
HaNOaSv 





20 



I 

n-Bu 

P) 



(1) ^ (I) : 



2 
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r2 

XT 

X^^N-^R* 
R5 

. ai^^^tiTi^T^fe J;l/^:t/;^^t^-f -i v ^it i/T ir V ^ SJ^ 

$tlrV^T J: V^T ^ ^ bKD:3p<>^ T;i/I3:3j^$^^ T;l/^;l/^::r^ T;v>i7-::i;v 
5 ;t^i>'s T ;V n ;i/ ^ ^ T )\' ^ )\/ 7s )\^ -7 ^ ~ ^ -h 
nXtt^:-Yi-Y2-Y3-R^ (^|^'^ Y i;iStFY ^ii^tb^-tl^AL UT#^ 
-&X{*Si^^nT V^T cfcVNT;i/^ V >T-^ D ; Y2(i^?^-^, -0-. - 0-C 
( = 0) -O-C ( = 0) -0-s -0-C ( = 0) -NR'^-s -0-SO 
2-^ -NR''-. -NRb-C ( = 0) -NR^-SOa-N -NRi'-C ( = 
10 NH) -NRi'-C (=0) - 0- . -NR^-C (=0) -NR''-^ -N 
Ri^-C ( = 0) -NRb-SOa-N -NR^-C (=S) -s -NR^-C ( = 
S) -NR^-^ - N R - S O 2 - N R b -s - N R - C ( = NH) - N R - , 
-S-s -SOa-O-^ -SOg-NR^'-s - S O a - N R " - C (=0) -N 
R^-^ -C (=0) -0-. -C (=0) -NR^-. -C (=0) -NRb- 
15 C ( = 0) -C (=0) -NR'^-C (=S) -C (=S) - N R - . 
-C (=S) -NRi'-C (=0) -C (=NH) -NR''-> -C (=0) 
-C ( = 0) -NRb-C ( = NR'^) -3l(*-C (=0) -NR^-NR'' 

tiT v^T J; v^T;^=^;^'^ S^i$^^Tl^T^) J;v^T;^^ — ;v^ a^^$^^T^/^ 
t KDdrs^32:(*T;i/n:3E.>>T-^5) T' ^ ^ n 2. St? D ; 

3 
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KJ^^ ^^TV^T^) J;v^T 5. y . bKo^i^s T)Vn^iy, 7)^^)^^ 

5 h nXJiS; : - Y^-R'^ (^cfJ. YMi^M^^ -0-. -S-. 

-SO-s -SO2-. -NH-. -C (=0) -CHg-s -C (=0) - 
NH-X{*-NH-C ( = 0) -T-^D ; R°{iMm^tlTV^T% 

J; v^ /-^'^^ v f> T:^ h ^ MJ^^ ti-T i> T J; v^ 7" 5 y ^ h 1^^ D ^ 

jv:^)vy -f T — > nx{*5S; : -y^-r-i 

O-^ -S-^ -SO-^ -S02-S -NH-. -C (=0) -CH2-^ 
-C (=0) -NH-E-32.{d;-NH-C (=0) - D ; E{i#^^X{±g 

J;V^T;l/^^>^ T;i/'ir-]y>, T;!/^^-]^^^ -0-^ -s-> -S0-^ - 
SOa-s -NH-. -C (=0) -C (=0) - N H - E - Xtt - N H - C 

( = 0) --?r$) D ; E(i#|iS^3^:«g^^$tlTV^T^=tV^T;^^V>-^?^ D ; R^ 
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i>X< ; 

XitSXitOX$>?> ; 

tz-^y^ym^Mi^i^^ t^-oR^-^^ykmjiit?^ ^jix^^m-^^mK o ) xm^ti 

10 ^/^-r*) ct^.^M^iSt2Ji^Jl®T;^=3^;^x{d:^ : - y^-r^ (se^fs Y^jSTTRMii 

§3(1) hmmmx^^) xm^n^mx-&^±m ( i ) MBm(D^>±ify f 
( 3 ) R s>^)^^5^^i^?:at>vx{i^la?aM•^)f)^^^b-rv^-c^) ctvNgm^nT 

tiTVM:*) cfcv^^7^^•t^-f xm^ti^Mx^^±m (2) IBtliCD* 

(4) R i^b^^ : - Y1-Y2- Y^-Ra (j^^'s Y^s Y2^ Y^, R^J^t^R'' 

20 it±m (1) i^mmm'Sib^) xm:^n^mx&^±m (i) ~ (a) ©v^-rn 

( 5 ) R ^iifi^ :-Yi-Y2-Y3_Ra(^p|5^ Y 3;at>"R ^{i JiSB ( 1 ) 

; Y2(^-0-s -NRb-C ( = 0) -X(*-C (=0) -NR 
^-T-feD ; R'^f*7J<*X{ig^$t^Tv^T^)d;v^T;l/^;^T■fe2)) 
25 T-^S±IB (4) iB«©*>:M;V^ K 2 Mg^^*:^SIttlSmlIfifetJ^ 

(6) R 3:)S^U:R4:6s-i^C:fe■^-CV^*V^±i3 (1) ~ (5) ® V^ f tl >{)^ J- bB«4 

©*>^tfy-f F 2§yg^{*^ffittis^li^tJs. 

5 
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;i/dr-l/>t?^t) ; R <J«Blt^nTt.^T J: V^T 'J — B?^ ^ n T t,^ T ^) J; 

( 6 ) iB«5®:tJ F 2 M^^f*^fat4 IS^ffl^tJs 

(8) R3;)^t5R4d5-Mt^c^-Cs P^-r §M^i:it{::-\7=-nM^:&t>VXfi 

^Mf^^-^*s^^£b-r V>T*) J; V^Sm^nTV^T^) J:V^^ ({fibs S^^$tLTV^ 

T J;v^^>^f S?f^fig1-s±IB (1) ~ (5) ® v^■m:^)^^;IiBii6CD 

15 =3p ;v ;i/ 7}^ - ;i/ T $ ^ — ;^:^^i>':*;;b:^"::^;PT ^ y s T ;i/ 

7^;i/3:;i/;r^i>':S:t>VX(d;T^>;vg^:^) T"^ D ; Y2{d:#s-gr> -0-. -o-c 

20 (=0) -o-c (=0) -0-. -o-c (=0) -NH-, -NH-^ 

-NRi'-C (=0) -NH-C (=0) -O-^ -NH-C (=0) -NH 
-s -NH-C (=S) -NH-^ -S-> -SO2-O-. -SO2-NH-. 
-SO2-NH-C (=0) -NH-. -C ( = 0) -O-s -C ( = 0) -NR 
-C (=S) -NH-. -C (=0) -NH-C (=0) -C ( = 0) 

25 -NH-C (=S) -s -C (=0) - C (=0) -NR^-C (=NRb) 
-Xl±-C ( = 0) -NH-NR^--efe t) ; R ^>6s@|^^ tlT Vm: J; V^T;^dp 

6 
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15 ti ; R^/^s-VT^nT- ;^-^^^) -^^^n^S-^^D ; 

^-V>X{±-C (=0) -NH-T;!/^^^--?^ b ; R'i{±mm^nTV^-t 

;i/ /Nn'if>, T;!/^;^^ T;bn:3ri-s T)V^]yy 

20 — ;i/ (gJ^Sfc UT{i^ >'Nn>j7'>, T;i/ndriy, TJV^]y>t^:^^-> 

R^t^7kms : - Y 5 -Rd (^i^i, Y5{i#i^-^T-$> »3 ; R^ttT 

s>';i'5^:ts 7'^y;i/T^ys t U — — 5. y ^ n t ;i/ ^ ;i/ * ;i/ 

7 
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T U ~jv:p.jv^^ — )vt 5. y , Tisjv ^ :t^'jRxfXXi±->'ry' ) yiit^ : - y ^ 
-R^ (Sift's Y >-efe D ; R ^{iBJ:^^ tiTV^T^ ctV^T u — 

(10) ^iil^aiT-^S_hlB (1) ~ (9) ©v^-rn*>{::|3«4CD*>^t:y-r 

(11) ^mnunx^^^m (i) ~ o) ®v^-rn;{)^{^HB<!4®* >:Mf y 

(12) WiJi?^5^^Jl:'fe^±iB ( 1 ) ~ ( 9 ) ® V^ f ti*^ {^IBHocD * > :Mf y 
20 (13) ^0^jT-$)i>±13 ( 1 ) ~ ( 9 ) (Z)V^Tn*^^3SB«4®*>^t:y-f K 

(14) ( I ) : 



r2 




(I) 



(^Ffi. R M*^ :-Yi-Y2-Y3-Ra (j^cf,^ Y^ Y3:S:tFRN*± 

8 
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^\>UmWL^)ii±(D'r : - Y6-Re (^143, Ye;st;^"R^(i±BB ( 1 ) 

xtt±iB(i) hnmrn-^^^ ; 
15 >'{i>iM^^mm-r ^m^i±. r ^^^^ : - yi-y^-y^-r^ (^fi^^ yi*s# 

( = 0) -C (=0) -NR*>--e^!3 ; R^{igm^tlTV^T'fe J;VnM^:^ 

20 tj:^^ R^RVR^ifi-miztji^x. mm-r:hm=^ii^iz^¥mim:mmm im.\.. r 
^ ibmm L X ^ mmm'p t R ^ tmm I. X ^ ^mWs^m om^ (D ^ii^ -mm 
-^x^^s m(Dmmm^m(Dm^i±mm'^x^^) ^mm\y. a^or i^b^s; : -y 

i_Y2-Y3-R^ (^c^^ Y ^JSi.V^Y^i!fim^^X:& \) ; Y ^ ifi - O -X ^ \) ; R 

25 SE-r§M?Jl^tt^>-l2>^^ff^figb^ ;b^oR i;f)5^: - Y^- Y2- Y3-R*(SC 
i+r, Y 1 D^ Y 3:65^5^ V >T»fe Y 2 - C ( = 0) -NR^--^ 

9 
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(1 5) Ri*5j^:-Yi-Y2-Y3-Ra (^cfi, yi, Y ^ :Rt>" R ^ {^±13 ( 1 
4) D ;Y2{±-0-. -NRb-C (=0) -X{±-C (=0) - 

5 NR^-T-2feD ; R^«7j<*3^(iai^^tn:v^T J:v>T;i/^;i/-e^i.) T^^ti 
§«-^a&S±SB (14) iB*5®'fti^^^ ^©rnK^y^'', ^0M*±fF^^n 

(16) R 3:g^t^•R4:i)S-i^fc:fe-5-Cv^:^V^±tB (14) 3^{* (15) BB^^-fb 

10 (17) R 3^t>'R4*s-;^t3:S:-:?Ts P^-r5JP^^^t{-^7^Dj^^^t>'/3^ 
{±^|gfnj^^;6s-^^br ^.^r J;V^^i^ff$j^^S±IB ( l 4 ) (15) iB« 

(18) R 1*5^ : - Yi-Y2-Y3-R^ (5C*s YMi#3^^T-^ t) ; Y ^ 
«Sm^nTV^T % d;V>T;V=^ V >T-fe t) ; YMi-0-^ -NH-C ( = 0) - 

15 3Z.{i-c ( = 0) - NH--e$>D ; R tLT v^■r ^fe J; 

R 3 AS7-;vdr;i/, )\Ufly^\±^ : - Y^-Rd (^cf^, Y ^ t) ; R^ 

«am$nTv^-cfe j; v^^^imS;S3^:{i«ii^ tLT VAT •fe J; VAitmimS:»-e 
§) ti ; R*:^)^7k^X{*T;i/dr;Vf^ D ; R ^ *^aii$ tiT V^T 

20 % j;VAM^iSf3feiJ:©7';i/^;i/X(±5!i : -Y6-R« (^p13, Y « tiT Va 

•r%)cJ;VAT;i^^v>i:feD ; R ^ttSJ^^ tiT vat J; va 7- U — ;^^ Bf^$ tiTiA 
T =fc VAS^i^ o T;^^;i/3i{*gji$^tiT WT .tv^^T^ d T >; — ^u-e^fe s) t?^ 

25 % cfcVA^Sff^sR UTVA-C J:VA±HB (14) a3«5©'fti^tJs ^©:7"nF9y^\ 
© M^±fF^ ^ n -2. JSJi ^ ©^^Mf^^^^ 

(19) S; ( I ) : 

10 
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(I) 



^'^xitmm^tix^.^x ^ xi.^T;p^]y y-s^ y) Y^lt-C ( = 0) -NR^- 
5 ^mx^ b ; Rb«7jc*T"^^) T*^$ ttSSr-fe D ; R 2{i7jc*T'fe t) ; R 3;^^ 

(2 0) ±iB (19) iBmo-fb^i^ (fibs R3;S:t>"R4>bs-i^t:^d:oTs ^SE 

■rsjM^ji^j:! 6 M®^^^ (fib. R^tmm\.x\^^^^mm^}iR''tmmv 

T'feS) Sff^fi5cbs ^b^-oRi^^i^ : -Yi-Y2-Y3-R^ (Si^s Yi:RtFY3 
D ; Y^^bs-O-T-feD ; R ^ :7 ^ - -5 ) Xm^ti^MXi^^ 

(2 1) 5^ ( I ) : 



(^ffi. RMiS : - Yi-Y2-Y3-R^ (Sl^s YMi#^^t?$.f9 ; Y^it- 



20 
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C ( = 0) -NRl'--^fe^3 ; Y ^ ji#|§-^XttMJfe^ t^T V^ T % J; V^ T;i/dr > 

^MX$> D ; R^lt7kmX'$)^) XW^^ ti^^X'$) ^ ; R ^ityKMX^) D ; R^i± 

tlT tN-C * cfc V^ ^•^J' □ T )\/^)]/y.\t.U^^tlX\'^X% J; n T y — ;i/ 

10 :7"9U— ^ 

(22) ±IB (21) IBtgCD-fb^tl. ^CD^D ^©^^±fF^$ti 

(23) ( I ) : 



15 (^Ff, RMiS; :-Yi-Y2-Y3-R^ (^^t^. Y ^ :St>' Y ^ {i^jg^-p ^ Y) ; 
Y^tt-NRb-C ( = 0) --^^D ; R ^ (ig^^ tlT ^^ T J; V^^m^aift-e 
D ; R^\±7kmx^^) X^^n^^X^ t) ; R ^ti^K^Tfe D ; R 3:RtJcR 4 

20 ( 2 4) ±fB ( 2 3 ) |3«©'^b^^^^ ^0 7°n y ^©^^±ffF^$tu 
(25) : 




12 
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(5!:;*^ Yitmm^. -NH-s (CHa) i - 5 - D s Y 2 - 

C ( = 0) -NH-3Z.{±-NH- C (=0) - ?3 . Y ^ ^ 

TV^-c^) J;v^T;^^^>-zr^g. D^ R ^figj^^ tiT v^t J; t >; — ;^^ mi^^ti 

R 5tt«^^$t^TV^T j;V^J^*^ 3 Ji^L _h ® T ;V ^ ;i/ 31 ^ : - Y e - R e (^cft, 
Y D ; R « fiMJ^^ tbT vat * J; V^T U — ;^^ MJ^^tlTVNT 

J;VAi'^ dt;!/^;^^ g^^tiT vat *> J: va^t" d t y — ;i'3Jttg|i^ v> 

^ CD Mm±fF^ ^ n -5 « * © ^^^fni^s 

(26) Yifi- (CH2) 3-"^feS±HB (25) iBtt0'fb-&tJ^ ^®:7°D 

(27) S; : 



(j^ff. R3;5tt>"RM*^n^tv?*S:bT7';i/dr;vT& D^ Y^t^-c (=0) - 

NH-3l{i-NH-C ( = 0) -T^D^ Y ^ tt^fg-^XfiS^^ tlT Va T J; Va 

T;i/^^>Tfe!?s R^fiS^^tiTVAT*) J;VA7'U— ;^^ gJi^ tvT vat <fe J; va 
s^^DT;^^;^^ ©I^^ixtvat* ctv^s^^ DT;i^'Jrr;;i/^ M^^tiTVAT*) J; 
20 VA^T^DT U — ;vx(iSJ^$tiTVAT'fe J;vA-\7^nt'--i' ^;vTfe R^fism^ 
txTVAT^ cfcVA^^mitS J-^±©T;1/^;^3Z.(±^ : -Y^-Re {^r^^ ys±t;i/ 

^V>T^ D ; R ^{±S3^^tLTVAT*) .tVAT U — Mm^tLTVAT* J; VA s> 

n fif^^liT vat ^fe J: va^t^d t U — ;^X^iS^^^i^T vat J; va^ 



15 
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(28) Y 3:b^gm$n-r V^T J;V^t;V^^ >-e^§±HB (25) ~ (27) 

(29) JilB (14)~(18)s (20)s (22). (24)~(28) 

(30) ±>±\f.J Y 2Sg^#:^fntt-e25^JiB3 (29) SB«®|g^|l^ 

10 (3 1) mii^3SSllT-ag.5±IB ( 2 9 ) |Big®IS^msKt?> 

(32) ^J^JCPSiJ^J-??^S±b3 ( 2 9 ) i3«©IS^IfiJ5)4%s 

(3 3) ^3i^?^^^J-tr^§±SB (2 9) SB®® IS^II^tJs 

(3 4) ®«^J-t?^§±BB ( 2 9 ) iBttOlS^^Sfiioi^. 

(35) ±fB ( 1 ) ~ (13) c?)v^f n>5)^{^IB^CD'fb^%<&$S#-r?. C 
15 ® >:^tf y H 2 M^^f*tll^T^i^,€®?^0^^^. 

(36) -^yirMJ ^ Y 2Mg^#:lC||«f S^MOt&^^J^^^jit-Sfeto© 
±iB ( 1 ) ~ ( 1 3 ) OV^■rtl7^)>tiB«®'^b^^iJ®^^. 

t n -r 5 o 



20 Sfe. JitTCD^0^*>^^^tiSo 
[1] ^ (I) : 




(1) 



r5 
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^ tlT V^T % cfc V^T ^ y ^ tKndei/^ TJl/n^iy^ TJV^)V^:ts T;!'^ — ;i/ 

^Xttg^fe^n•rv^-C'fe J;v^T;i'dpix>T"^ D ; Y^ltmm-^s -o-> - 0-C 

5 ( = 0) -s -O-C (=0) -0-s -0-C (=0) -NR''-. -0-SO 
2-s -NR^-^ -NRi'-C ( = 0) -NR*'-S02-^ -NR^-C ( = 
NH) -s -NRb-C (=0) -0-^ -NRb-C ( = 0) -NR^-. -N 
Ri'-C ( = 0) -NR•'-S02-^ -NR'^-C (=S) -NR^-C ( = 
S) -NR^-s -NR^- S O 2-NR^-^ -NR^-C ( = NH) - N R - ^ 
10 -S-s -SO2-O-. - SOa-NRi'-s - SOg-NRi'-C (=0) -N 
Rt'-s -C (=0) -0-. -C (=0) -NR''-. -C (=0) -NR"- 
C (=0) -s -C (=0) -NR'=-C (=S) -C (=S) -NR''-. 
-C (=S) -NR'^-C (=0) -X{±-C ( = NH) -NR^-fa^t) 

15 TV^T J; gj^ ^ n T l^ T cfc V^ fif^ $ tlT V^ T % 

J: v^T';^^;l/. gl^^tirv^-cfe c!;v^T;V'ir-;i/^ M^fe$tLTV^^:^) c)::v^T;^ 
§ ) xm^ti=h^x^\) I 

^Sy:i;;i/7t?- ;)/, gj^$ tiT v^ T J; v^ * ^-f ;^^ -iv^^-^ 
iy-r-f-h. MiH^tiT vm:*) J;v^T ^ y s tFndp>>, T;vndei>', tji^^jv^ 

25 h nxtt^ : - yi-R^ (sS^cf, YMi#^^s -0-. -S-. 

-SO-s -SOa-s -NH-. -C (=0) -CHa-x -C (=0) - 

NH-X(i-NH-C (=0) -X^i) ; R ° {igf^$ V^ T J; 



wo 02/053543 PCT/JPOl/11427 

X{*g^^^nTV^T^) J:V^^*^^S-e$>^) -t?^$n5*T«feD ; 

5 ^yT±Y. SJ^^n-cv^T*) J;v^T 5 ^^ tFa^esy, t;!/^^^^/, 
:t^ T;l/'!r::z;^:;t^5y^ T ;i/ ^ ;v ::r ^ i> s ;i/ 7 ^ 

:^ b nxfi^ : - Y5 -Rd (^Ffj, Y5{±#i^^, Sm$nTV^T^fe 

j;vnt;i/^^>s T;^'!r:^v>^ t;!/^— -o-x -s-^ -so-^ - 

SOa-s -NH-^ -C ( = 0) -s -CHa-s -C (=0) -NH-. -N 
10 H-C (=0) -Xfi-C (=0) -NH-©i^^nT^^T'fe J:V^T;l/^^>- 

MJi^tl/T V^T^) cfcV^T ^ y ^ T;V3:3ps>^ 

20 cj:V^T;l/^V>s T JV^—l^y^ T)V^=-U>^ -o-^ - S-s - so-^ - 
SOa-s -NH-s - C (=0) -^ - C (=0) - NH-^ -NH-C ( = 0) 
-X{±-C ( = 0) -NH-M^^^^^-C^/^-C^) J;V^T;i/:^l/>--efeD ; R«(±B 
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m5i.it ^ )\^x ^ ^m^t:w. < o ) x^^^fi^^h-^m. ^(d^uy'v^)}^^ ^cd 
[2] R 5 5i)S^5^DM^:stf/'3^:«^lSWM^;^)5^:Sbrv^T^) 

T V^T % ckV^;^*^ 2 Jil.±CDT;V^;V32.l±^ : -Y«-R^ (^f1='> Y^Si.lJR^ 
{i±iB[l]^|p]M«-e^5) -e^^ns^T-feS J:i3[l]SBi4CD* >:Mf y F2 

10 m.^mm-mm^m.^m.^ms 

[3] R5>{)5^7^DM^:st>V3z:{*^igfuM^;bs^n^«EbTVNT*) J:v^m^i^^v 

[4] Ri^b^SC : -Yi-Y2-Y3_Ra (^113, Y^ Y^, Y^ R^JSU^R 

(i±BB [ 1 ] iuMs^ ^ § ) T- ^ ^ n ^ Si? § ±bb [ 1 ]~ [ 3 ]® v^ -rn iBfi 

20 [5] R i>()S5li : -Y1-Y2- Y3-R^ (^'^»^ Y^^ Y ^ Z^'y^ R {i±|B [ 1 ] 

^l^lc«l:$.D ; YMi-O-. -NR^-C (=0) -Xtt-C (=0) -NR 

[6 ] R 3:S:rJ^'R ^ A^ — Itt^^oT V^:feV^±gB[l ]~[5]® V^^tlA^^::iB«©:^3 
25 t^y ^ F 2M^^#^l^'l4g^lafigtI^ 

[7] R3;{)S7km. M^i^tiTv^T*) c);v^:p;^^;^. /^ D>f : - Y ^ 
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5 [8] R 3:St>*R*;6S-i®J;i:&-p-C^7^nm?:&tJ«/X«^IS«lM^*^^^Eb 

TV^T*) J;v^g^lt^tL•rv^-t cI;V^T;l/^V > (ffibs SJ^$ tl.T v^-t 'fe J;V^:7• 
[9] RiA^7j<*N ^>Ty^ io)]yyii^->, ^V^^ti^Ti-h. 
10 t h'ndpi^xii^ :-Yi-Y2-Y3-R^ (^ifs Y^^t>"Y3(d;^tl^tl 

7';i/>!r^V>. \^ ]^ u^i^Xi^Ti^ ]^) ; Y^i^mm^s -O-s -O 

-C ( = 0) -0-C (=0) -0-. -0-C (=0) -NH-. -NH 

-NR^-C (=0) -NH-C (=0) -O-s -NH-C (=0) - 
15 NH-. -NH-C (=S) -NH-. - S-. - SOg-O-. - SOg-NH 
-s -SO2-NH-C (=0) -NH-s -C ( = 0) -O-s -C (=0) - 
NRi^-Xfi- C (=S) -NH--^$)b ; R ^t^gj^^ tit VnT ^fe V^7';^^;l/ 

(g^*i:bTiis bKodri/) ^ T;i/';rr:;v, gt^^ T J; v^ T u — ;v 

$t^TV^-C J;V^:^^ nT;b^;b (BJ^ShbTfis TU— ;V) s gm$nTV^ 
X i> ^ UT (gJ^XilbTtt. T;i/'ir-b>) X{ig|^^n-CV^ 

;!/X{*T:^;v-^$> § ) Xm^ fl^&X^ ^ ; 
25 R^^b^Tk^s T;V>ir^;i/X{i^ : - y * - r ° Y^^bs-o--^^ 

R3:dS7jc^. T;i/=5r;bs 7^^>f >Xii^ : -Y^-Rd (jj^^np, y^tt^lg^, y J]y 
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yXl±- C (=0) -NH-T;i/^l/>-'^fe D ; R'^\±^\u^>-^m:^^ 
(gJi^^L-Tfis ^ND>jf>s T;i'r2^5y, 5^;)/:^ p > 

T(*x :;r^VX(*t K ndpi/) xiSb^ti^^ R^MX^R'^i>^~mi^-^-:^X^y^umi' 

20 [10] tri;|i^jfe^JT-feS±iB[l]~[9]cZ)VN-rn:iPtBB«60>b >:hlf y F 2 

M § ^ #: H f n '14 IS ^ *I sic ^ 

[1 1] ^^wiiJS[iT"fe^±iB[i]~[9]®v^-rti7f)>tiHB«4®*>±if y-r F 

[1 2] Riii?^iK^iJ-efeS±iB[l]~[9]® lN-rti*^l3i3f!4®:ij K 

25 2M^^#:^in't4is^iam^s 

[13] ««SllT-$)S±S3[l]-[9]®VN-rti*^l::aB«4®* >:^liy ^ F 2 S 
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[14] ^ ( I ) : 

R2 




(I) 



10 R ^{±7jc*X{±aJ^^nT V^T * <t V^T;l/^;l/■^fe D ; 

R^it^y^um^J^V^XXit^Mm^^i)^lft-:&VX\^^X'b J; V^ M^^^ tl/T V^ T % 
ctv^j^^iScs Jil±®T;i/^;vX(i^ : - Y^-R^ (^e^^, y 6;S:t>"R ^ {±±I3[ l ] 

15 -r J; V^T;^^ V >-trfe D ; 

^f±. Ri*s^:-Yi-Y2-Y3-Ra (^t^r^ Y 1 7!)^ IS ^ a& D ; Y^yb^J^ 
^tlXl-^X^ ^\,^TJP^U>X^ b ,-Y2tt-NRb-C ( = 0) - C ( = 0) 

20 -NRb-T«afe D ; R^J*SJ^^tiTv%T*> J;^^^^^5S;«3^{±g^^^i^r v^T^fe 
^^^^^M^^x^ ; R^{i7j<^x{ig?^^n-rv^T*. ctv^T;i^^;i/t:-^§o ) 

fS^^. R^3.tf^Ii^t^ — m\Zt^^Xy^Y'y;^^V>X-&^. ifi-D R ^ ifi^ : - Y ^ 
_Y2_Y3-Ra (^*, Y ^RV^Y ^-b^^^-^X^ D jY^^s-O-T-feD ;R^ 
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a^Ds Y3:^)Sai5^ 1^ >-c-^ D s Y^id^'-C (=0) - NR'^-'ea^Dx li^oR^AS;:?. 

[1 5] R 1*5^ :-Yi-Y2-Y3-Ra(^4t, Yi. Y 3;St;«R ^tt±BB[ 1 
4]h|lllc^T-^ D ;Y2(i-0-s -NR^-C ( = 0) -X{±-C (=0) -N 

[1 6] R3:stJ«R4A5_|t(::;^oXV^^cV^±iB[l 4]Xtt[l 5 ]BB«5©'ft.^i^. 

[1 7] R3:Rt>-R4;bS_)^t3:fe^T^7^nM^:St>VX{*^lg|nJ^'&*s^n^:^ 
15 L/TV^T d;V^T;^:^b >-T?fe§±lB[l 4]X{i[l 5 ]IBt!5® 'fb'&#I^ ^®7°n K 

[18] R^ifi^ :-Yi-Y2-Y3-Ra (^c(3, YM±#M^-efe»5 ; Y^ 

itmn^nx V^T^)J;V^T;^=^ly>-?r$)D ;Y2(i-0-. -NH-C (=0) - 
XJi- C (=0) -NH--efeD ; R*{*Sm^nTVNT*.cfcVN^*JiS;aX(iS 
20 m^nrv^T*) iV^^^^^^tf^S) T-^^nsa-^^ !9 ; R^ifiyKmxi^ !3 ; 
R 3;{)S::p;i.dp;iy^ ^>Xit^ : - Y^-Rd Y^fi^^-^-e^ D ; R d 

^) -e^^tu^a-eafe D ; R ^*57j<mx{i7';i/^;i/-e$> D ; R^ibmm^tiXh^X 

J:-l^mmm3 &.±(DTJV^;i'^lt^ : -Y ^ -R^ (^l^s Y^ttgi^^tiTl^ 

^ti^&X$> D ; 
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[19] ^ ( I ) : 




(1) 



5 

^-^X«®^^$tlT^^T J;^^7';^^^ >-e^ ^5 ; Y^\±-C ( = 0) -NR''- 

D ; R''{i7ic»T-^S) -trS^^ns^tr^ D ; R 2{i7R»-f?$> D ; R 
10 t>'R4{± — >T*fe f? ; R 3 a±CDT;V^;i/X{i^ : 

-Y^-Re Y6{iMm^nTV^T% J;v^t;i/^ V >-efe D ;RM*BJi^ 

tit V^-r J; V^7' U — ;i/s ttJ^^ ttT V^T cfc V^ i> G T ;b ^ ^ tb T 

15 [2 0] _hHB[l 9]BB*!o®'fb^i^ ({fibs R ^JStFR ''i)^-^}::^^ o T 5^ b ^ ^ 

5^1/ >T-fe t) ^ *^oR :_Yi-Y2-Y3-R^ (^'^•^ Y ^ :St>" Y ^ 

[2 1] ^ ( I ) : 




(I) 



20 R^ 

(^cf. R : - Yi-Y2-Y3-R^ i^^. YM±#i^^-e$) D ; Y ^ - 

22 
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C (=0) -NRb--cfeD ; Y Mi#|g^X(±SJ^$nr ^ J:v^T;^^ 1/ > 

^&X$> D ; R^it7kmx^^) Xm^n^&X-^-^ ; R^i±7Kmxh D ; R ^ 

T;i/^;bt:-$> D ; R s«^^if3 J.^±CDT;V^;VXtt5^ r-Y^-R^ (2(:;pj:i, 

t?fei>) -e^$ ti^a-tr^ D ; XitSXltOX^=i>o ) S ^ n -fb-o-^J® 
10 y'vU— s 

[2 2] Jii3[2 l]BB«4CD^h^tls ^©rnF^^y^. ^©^^±ffF§^ns 
[2 3] ±bB[1 41~[1 8]. [2 0]Xtt[2 2]fflV^-rn;^)M::HBi4©<b^tI^* 
15 [2 4] :;?7>:Mfy-f K 2^^^#:Mlnttt?^S±IB[2 3]iB^®g|g«aJ5g#?. 

[2 5] mi^&mx^^±m[2 3]mm<Dmmm.mms 
[2 6] ^j®»^j^j-^afe^±iB[2 3]mm(Dmmm.m<^s 

[2 7] Si^^?g5^^jT-^?>±i3[2 3]BB«4®IS^r|lfig%s 

[2 8] mmMx$)^±m2 3]mm(Dm.mm.m,mo 
i^iz^y-um'?Rxr/Ki±^mm^^-b^^^{^x\^-^x% ^\^mm^thx\^^x 'b ^ 
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> M ^ #: ® (5i fi « § JiJ. T {3 ^ f o 



^ tiT v^•r J; v>T 5 y s tKnifS>^ t ;i/ ^ ;v 5^ ^ 7';i/'^:r.;i^ 

n3Z.{±^ : - yi- Y2- Y3-R^ (^^i^ Y i:RtJ«^ Y ^ {±-?tb^n3f*3:£ UT^^ 
15 -&Xi*«t^^nrv^T^) J;VNT;b^l^>^-fe D ; YMi-^lg^s -0-. - o- c 
( = 0) -s -0-C (=0) -O-^ -0-C (=0) -NR^-s -0-SO 
2-^ -NR^-. -NR»>-C (=0) -s -NRi'-SOa-s -NR'^-C ( = 
NH) -NRi^-C (=0) -0-. -NR^-C (=0) - N R - . -N 

Rb-C (=0) -NRt>-S02-N -NRi^-C (=S) -^ -NR^-C ( = 
20 S) -NR*'-^ -NR*'-S02-NR^-> -NR^-C ( = NH) -NR^-^ 
-S-s -SO2-O-. -S02-NR'^-s -SOa-NR^'-C (=0) -N 
Rb-^ -C ( = 0) -0-. -C (=0) -NRb-. -C (=0) -NRb- 
C (=0) -C ( = 0) -NRi'-C (=S) -s -C (=S) -NR^-^ 
-C (=S) -NRi^-C (=0) - C ( = NH) -NR^-^ -C ( = 0) 
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-C (=0) -NR^-C ( = NR*') -Xfi-C ( = 0) -NR^-NRb 

--eafe b ; R tLTv^T * X\,^'r)]/^)Vs gii^nrvM: J; v>T;^'5r - 

R2{±7Jc^^ g^^^tLrv^r *) J:v^T;^^;l/^ M^i^tlTl^-C'fe J:v^7';^'!r-;^^ 

i^Ti-h. gJ^^nTv^T<& iv^T 5 y s bKD^>>s 

T ;i/ 'ir — ;v ^ i> s 7- ;i/ ^ ^ ;i/ ^ ^ ;i/:7 ^ 

b aX{±S: : - Y^-Ro C^^", YMi#?g^> -0-s - S -^ 
-SO-^ -SO2-S -NH-^ -C (=0) -CH2-> -C (=0) - 

15 NH-Xtt-NH- C (=0) D ; R ° ttB^^ tlT V^ T 4) J; V^^^iS^* 

20 J; V^*;l/7^'^-r ;Vs V5^:*-i^T:h ^^ gj^$ V^ T 'fe J; V^ T ^ ^ . ti n ^ 

i> s T ;i/ 3 ^ s T ^ ;v 5^ :^ s t ;p ^^r n ;i/ ::t ^ ^ T ;i/ n ;i/ ^ df. ^ -r)\/^ 
)\^7.)vy ^ -)\^^ T )\'^)\^:^)\'^^ — )\/. — h nxfi^ : - Y ^ - R <^ (5S;ffis Y^ 

-S-. -SO-^ -S02-^ -NH-. -C (=0) -s -CH2-^ 
25 -C (=0) -NH-E-3Z:{i-NH-C (=0) -X^D ; E (d;#Jfe-^X(*fi 
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c);v^7^;^^^'>^ 7^;l/^-^->^ T;]/^—]y>s -o-s -s-. -so-s - 

S02-^ -NH-. -C (=0) -C (=0) -NH-E-Xf±-NH-C 
5 (=0) -7?^ !9 ; E{±#M-&X{*M^i^t^Tv^r J;v^T;^^ V >T-^ D ; 

5 ) -es^^ tisat'^ D ; 

Xfis R 2:RtJ«R 3cDJ^l^t5-&^ R 3;St>*R ''c?);^I^t)-1ts R *:st>*R ^ ©m-^fc-& 

J: < ; 
X{±SX(iO-^-$)S ; 

15 

R Mz:■Ol^T 

20 1 ) R :-Yi-Y2-Y3-R^ (^*s Y\ YK Y^. R^RV^R^it± 

13 (1) twimm-a^^) '^n^-^ti^mx$)^m'^. 

Kadr^y. 5t7;i/>'\"^-f r-yi-Y^-ys-Ra (^cj^^ Yi;)S^th*Y3{i 

26 
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tJx" - ;v T 5 y s ^yT J ^ T)V:=i^i^^ T )]/ ^ )]/ 7. )V ~ )V :t ^ ^ h U T ;i/ dp ;v 

;i/^;v;r^s^st;^'/x(*T^>;i/9^^) -e^ D ; ym^^j^s-^s -o-. -o-c ( = 

0) -s -O-C (=0) -0-s -0-C (=0) -NH-. -NH-. -N 
5 R^-C (=0) -^ -NH-C (=0) -0-. -NH-C ( = 0) -NH-^ 
-NH-C (=S) -NH-s -S-^ -S02-0-^ -SOg-NH-s -S 
Oa-NH-C (=0) -NH-. -C (=0) -0-^ -C ( = 0) -NR^-, 
-C (=S) -NH-s -C ( = 0) -NH-C ( = 0) -C (=0) -N 
H-C (=S) -s -C ( = 0) -C ( = 0) -NR^'-C ( = NR'^) -X 
10 {d;-C(=0)-NH-NRt>--^^f); R^t^'^^^tixi^^X^ cfcV^T;l/^;l/ (S 

T 4) J; V^T U — ;i/ (BlfeSi: b-C(±^ tit l^ T * J; V^ T ^ y ^ 

25 3 ) Ri*^'^ ._Yi-Y2-Y3-Ra (^^i^ Y ^ JJ^t^'R ^(i±SB ( 1 ) 

IHMaxfe t) ;Y2{*-0-s -NRb-C ( = 0) -X{*-C (=0) -NR^ 
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4) Ri>bs^ :-Yi-Y2-Y3-Ra(^4,^ y\ Y^, Y^RxrR^l±±m ( 1 ) 

5 5 ) R ^ : - Yi-Y2-Y3-R^ (^fp. Y Mi^M^T-a^ ?5 ; Y^Jiigl^^ 
tLTV^-r^) J;V^7;l/^l/>-trfe D ; Y2(i-0-s -NH-C (=0) -X(i-C 

( = 0) - NH-"e^i9 ; R^{ia^i$nTV^T^) <fcv>K*^s;S3^{*gj^$n-c 
6 ) R : _ Y 1 - Y2- Y3-R^ (^i+i. YMi#ife^-eS ; Y^tt^^-^ 

10 3i{ig|i^nTVN-c^fe J;</^T;^:^^>-eab D ;Y2{i-c ( = 0) -NR''--ea5 

7) R^ifi^ : - Yi-Y2-Y3-Ra (j^cjq^ YMim^-^-i?^ D ; Y3{i«|fe^ 
nTV^T^) J;V^T;^^ V D ; Y2{i-C ( = 0) - N R ^ - X(i - N R ^ - 

15 c( = o)--^feD; R ^(±eJ^$ ^ J:l^T u — nt v^-c ^ 

8) Ri;bs^ : - Yi-Y2-Y3-Ra YM±#?^^T-fe !? ; Y^ttgm^ 
tl■rv^-c€) >-efe D ;Y2«-0-. -NH-C (=0) - 
X(*-C (=0) -NH--T!$)(9 ; R^tt®m^n-CV^T^) J:^/^;^*^^SX{*S 

20 m^t^<tv^■r J;VN^m^i&»-t?feS) tlSST-^ 

R 2(::-Qi,\-C 

1) R^ifiTkm. T;V'5r^;i/5z:(*ii: : - y^-r ° Y^tfi-o- 

25 2 ) R ^^^Jc^XttMl^^tl-Tl^T*) =fc v*T;i/^;i/t?ab§:®-^s 
3) R^ifiykm-n^ ^^-^^ 
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R 3oV^r 

2) R^ifiykm^ mm^tlXl^^X'b J:\^^T)\y^)]y^ D>y>3Z:tt^ : - Y 5 - R d 

-i^>i?fe D ; R'i{d;g^^^nTv^-r^) j;v^TU— ;i/XttSJ^$ti-c v^ -effect 

R'^i±mm:^tix\^^x % j;:i^^mm^^MKi±m^^ nx\,^x % ^ummm^&x 

4) R3>bS7jcm. ^^^>!f : - Y5-Rd (^p|q^ Y^ltmm^. 

Tjv^-u>Kit- c ( = 0) - nh-t;^^!/ >--e$) D ; R'^itm^-^ nx\.^ 
t J:l^T U — ;i/ (Si^a^bT{i^ >'Nn>!f>, T;i/dp;i/, T;i'3^i/s t;!/^?- 

15 T u — ;i/ (g^^S^L-riis yND^>^ Tjv^ji-. Tji-zi^-y^ tji^u^s^:^ 
^i^RV^XXit^^tJ-^yihTJi^ji) n^^x$) ^m^. 

5) R3 5i)SB*^^tirvM:* cki>T;i/^;i/^ y\D>^>xtt^ : - y^-r-i (Sipj^s 
Y ^ltm^^5H±-r >X^ D ; R<i{*±SB ( 1 ) iilH^ST-feS) Tr^^ 

20 6 ) R3ifi7Km. T;i/dr;i/X{i5S : - Y5-R<i (i^Pfj, Y ^ (t^m-^X^tT =^ 

7) R 3*s;7^;v^;v-e$)^jl-^s 

25 R 4 O V^ T 

1 ) R ^ ifi7kmX.i^Mm^ fix \^^X % ^r^^T )]^X ^m^. 
2) R4:&57j<^. TJ]y^JVJllt^ : -Y^-R^ Y^Ji^^^T-zfe D ; R 
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3 ) R4:ds**T?^-S:^^s 
4) R'^t^T)\y^)V-X:^^m^. 

5 RSfcoV^T 

J;V^M*^2 Jil±CDT;i/dr;i/X{±^:- Y«-R^(5^tl3, YS;!^t>"R^{i±IB( 1 ) 

2 ) R^tmmWaS lil±(DTJP^:)}yXlt^ : - Y«-R « (^pFIs Y ^Itmm^ 

3 ) R5Asg^^$t^TV^-C^)d;V^J^^i^3 JiJl±CDT;V^;i/3l{i5<S : - Y^-R^ 

15 TU— fii^$ J; i>- ^' □ t;!/:^;^^^**^^^^ ti-ri/^t ^) J; 

Ti>h% T^y^ T;vn:3pi^. T;i/'irr:;V:t^i^> T )\y ^ }V )V =. ^ . 
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7) R^ifimmmS }>X±(DT?l^^)\yXlt^ - Y^-R^ (S^Pfs YefiT;!/^^]^^ 

8) R s^b^j^^ifc 3 Ji^±®7;i/^;V-?r^S:^-^. 

10 9) R^t^^ : - Y6-R^ i^f^. Y6«T;U^l^>T-feD ; R ^ (iSli^ t^T V^ 



R^RV^R'^ (CO VN-C 
15 1) R3:ai>'R4;^s — ^t;^^XV^^i^-&. 

2) R^RVR'^ifi-mi^tsi-ox. mm-r^m^h±^iz^y^umi^Rv/^it^ii& 

3) R3;at/-R4:ds-^C:feoT> ^^"T § Jl^t t^^^ ({Bbs R^^b^'SJ^ 
20 b-rV^§J^*Jl^^lR^)^)S®^^bTl^SJ^^jl^^cZ)M'^CD5^:^)S-aM^-t!fe (3. 

ffi ® ^^ii ^ PhI © m-^itmm-^x^ ^ s ) § ^ f -s 

lDi©^*5^:£bTv^T*)cfcv^g|^^ti-cv>r ctv^^ (gj^^^b-cfis 

25 5 ) R^RXJ^R'^i^-miZ^d^-oX. m^T ^M'S^ tf^i:i^y^ u m^RV^X^i^^^ 
W *5 ^ffi b T V^ T % ct V^ ii ff^fig 1- S 

6) R3:Rt>'R4>b5-|tt^^oTs mmt^m^hi^^:l^y^am^tfi1)\•^\^X\^X 
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b -C v^ 5 ^ ^ R ^ b •r^/^ S ^* Jl ? ^ ® © ^^^^ >6s - ^ 

R 2:at>'R M3■O^^T 

1) R 2:sih'R l^^1-SM^i:^t«J^^tiTV^r «,=tV^^^ 

R 4;S:r>"R ^ {3■o^.^T 

1) X>t)S^mJl^T-fei.:^^> 

2) XA5MMM?T"^i.:^^o 

*^HJ^b^t;fc*5V^T^ i|tt±sB (25) ~ (28) (Vmmitfi^^ L-V^o 

32 
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T)V^)V) ®-g|3t3-NR-^ -N=. =N-^ -0-^ -S- (R{i7jc*X(± 
5 T}]y^JV) 0 — C R = C -C = N-. -C = C- (R{±^n^nj4 

10 ^J;l{d^s n-7'ntr;v, -rv>^ntf;i/s ii->^g^;Vs -fv^^;i/s 

sec- 1^5^ text-y^)]/s n-^>5^;i/s -fV^>5^;Vs neo-^ > 9=-;!/^ n-^^i>';i/s 
R^. R^s R2, R3, R4©T;i/=3p;b b-C{i^ 1 ~ 4 0ig:mt»^ 

20 bv^o M^iif 3 J!U±(Z):r;i/dr;i/i: b-r{d:. i^J;t{^s n-:7*Dtf;i/, ^'vr 

DhVl/. n-y'"^;i/^ -rv:?'5^;^^ sec-y''^;^^ tert-7'"5^;i/^ n-^>^JV. 4V^> 

25 bfe_hiBT;v^;i/j ^ bT{±x 1 ~ 3 M^'^t^ nii^^b^^ 

:Sbfe;^*S!t 3 ~ 1 2 <Dm.m^y.lt^^^(DT)V^)VifiU^m bV^o 1 
5^ QM^A^iO-ffi bfcM*iS[ 3 ~ 8 cDT;i/dr;i/;6^|?^ b < x ^ ® J: o 'fc i: 

33 
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^{is ^h^i^s OLY^iy, n-rn/Jf dpiy, y[ vyu■^^:^^y, n-yV^->. V 
n-^y^)\y7t^P^ n-:t^^Jl:t^->tj^}^t^^l,f^n^o 1 ~ 4 CD 

^yrn^^K^S^s n-:/^^i'. -rv::/h^i'. sec-::/h^i'. tert-y h ^i^tfitil 

)l'^:ts -i V y^ )\y'^-t ^ sec-:7"5^;i/-?-;rs tert-^'^^;^^^;^^ n-^>5^;P5^;?r^ n- 

20 X{±^^>I:^ot;i/^;vt 5 y ;bs|[5i^ b < ^ 5=- ;i/ T 5, y . n-rn 
)]/-r^y>^ tert-y^)vr^jifim^\^\^^o 

UfcS^BR^bs m^it. ^ ^ )V . n- :7° n 4^" :^ ^ 5^ 

25 ;i/s 1-^ h^J^j:i9^;i's 2-p< h ^i/jig^-;)/^ i-oi h ^^S^ 2-:x: h ^^y^^^l/s 

l-n-rn7}^^i'3^5=-;i/s 2-n-rn >J^dp5^ l-^ h :3Eiiy.n.:7-n if 2-^ h 
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10 3-n-rn tf;V5^:^-n-rD t^;i/^ybs^{^f, tu5o 

^T)V^)VT ^ J T)v^)\yj hit. ±iB rT;i'^;vj t±iB ''7';v^;i/t ^ y j 

rn If ;VT 5 y ^ i-^ 5^;i'T ^ y 2-^ ^ y a^5^;i/s 

2-:ii9^;vT ^ y -n-yu t!;i/s 3-ji^;i/T ^ y -n-yu \f)]/^ 1-n-ya t:;!/^ $ y -n- 
y°ntr;i/s 2-n-r p tf;!/^ 5: y -n-rn tf;i/^ 3-n-y°o t:;i/T ^ y -n-yn t:;i/^56s 

20 

25 rx;i/^r:;i/j(i^ ±iB r7';v^;vj t ilSSfe{±^nJ':i±©^a^-^^*-r€. 
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5 

j;i7nnai^;i/ ^ o n x.^;]/^ 1,2-S^ d n ai5^;L/^ 2,2-i?:J7n 

:r n ^ h^t^s V V 7;i/;rn h (2,2,2- b U :7 n ^ b >>^) ^ifi^i-f 

15 

ys l,2.-i^ ^ ^ )V V y . 1,1-i^ 1/ > s 1,2- 

20 i;' w> i-j:5^;i/-2-p< V >^ i-p< b U p< ^ >^ 2-;><5^ 

;^^1J^5^^'>^ i,x-^j :^ ^ )\^ V ^) ^ v y s i,2-i^^^;i' h 2,2-i? 

;i/hU^^l/>> l,2-$^az5^;i/ h U ^ 5^ 1^ 2,2-i? h U p< 5^ 1/ 2-a^5^ 

;i/-2-^ b U ^ 5^ V >^ i-p< h ^ ^ 5=- 1^ >x 2-^ h -5 ^ 5^ ly >^ 

25 :^'^)\yy^Y=7 ^=^Vy^ 1,2-i? p< h 5 ^ 9=- 1/ >^ 2,2-S^ ^ h 

yi^ ys, -c ( = 0) -nh-t;i/^I/>-© ^T}\y^yy2 t 

36 
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(DT)V^]y>m (mM.i:£'. hU><5=-P>s 5^h5^5^l/>)s 

rTS^;i/j 7j<«J^^®*d5SJ^ bfc*;u5ii-;i/^?£lcf* bs ^Jx.«. t 

UT)^^)!/:^ )]yyr^—j]y (^J;^{±\ n 7° D / > ;i/ 4^" — ^ iyi^uy^^y 

37 
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— i-yh^)\ym) . ^T^n u — ;p*;V7}f - ;i/ (if 

tftUx l^ij^i^s b- n ;b dp ^> , 1-r D >^ - ;i/:;r dp 2-r D ^ i>s 1-^ 

10 7^ — ;V:rdps/, 2-:/7" — ;i'^dp$/^ 3-^'T-=^)\^:t^i^^ 1,3-:^ ^ S^rcr:;i.:;t ^ S>s 

m^its az^~)]/:t^->. 1-r D tf^;i/;t^i's 2-7°n If dp S^. 1- 

15 

r7';i/ndpiyi7;v:^--;i,j i^it, :^3;vjJ^"-;i/t±s3 rp';vndpiyj d^gj^ufe 
a^^tftbs m^lt. y. h^iyio)l7fs=.)]y, h dps/:ij;i/5}^-;V, n- :r n /J? dp >> 
:;?3;i/5ji - i-:7°n:^dp>>:^j;]x7t^"-;i/^ n-:7' h dp<y - i- :/ h dp ^> ;y 

— sec-:/ h dpi/:^;V4^- - ;Vs tert--:^ h ^iyi:} — n-^>5^;V:^dp>>5t7 
20 n-'^dpi/;v;tdpi^:;{j;V5i^"-;|/^ n-^^f- ^ i^ij JV-^y =■ )Vs n-yt^ 

;U4^-;v^5bW^ bV^o 

rT;i'dp;i.;;^;i/:7 ^ tit. :^ y ^ - ±m d^Bi^bfe 

25 r7';i/dp;i/;;^;i/3j^-;i/j y. Jl^t^ — Jl^ iZ ±m ^'r)V^)Vj S^&^MJ^bfe^ 
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r;7^;V/r -;v::r^5^*;)/4^-;i/T 5. y J ® T ;i/ >ir ;v ::r >> g|5 ^ {i , ±|B 

10 le^sbVNo 

^ h — ;VT ^ y > h dp^y - $ y s tert- h 

15 r7-;v^ - ^ y J (DT ^ - JV^^i^. ±S3 r :r ;i/ >;r :r: ;]/ j h|5lSc«t?^ 

bV^O 

-e^D. f-r V ~-jitij\yyr^-juT K y J ti^xit^ #{3. ^> ^/-r ;ut 5. y s :^ 

20 :7 h -f ;vT ^ y AS$f S bV^o 

r^T^ D T U — 5. y J ©-^5^ n t U — ±i3 r^^n 

rT;i/^;i/x;v*: — ;v:^^^y J ©t;i/^;i/::^;i/*; — ;vf|5:^(i. ±13 rT;i/^;i^ 

39 
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10 rs^>^ nT;i/^;v:i7;i/4^-;vj ® iJ? n ±BB r d t ;i/ 

n t:;v>fj;i/ :=.;!/ . i> n 7° 5^ ;i/ — ;i/ s ^ u ^^iy )i-^.=.jvt^U^ 

rT;i/^v 0T;i/dr v >g|5^}d;s ±83 ^T)\y^u>j iimmmx 

h';^5^l/>i^::r^:^. h ^ ^ ^ U > :^ ^ t^U^ ^ L V^o 

rT^;v^;i/j {*s ±13 ^tv~jvj tfim^vr^±m ^mi*b. 

25 ri>^ n T;i'^;i':i7;i/xK^;i/:r $ y J ©i^ n ±SB rsy^n 

iz, i7 u y'u j]y^^-)],T ^ ^ , ^7 u y^jv^ JVyt^-jUT ^ y s iy ^ u 

40 
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^it. n - r □ tf;i'7' 5: y ^ i - r □ 5 > 

2 - y ^^.ji^^jiy-r ^ y s i - y — Jiyn ^ y . 2 -y 3L-)vyu 
3 -:7a:^;i/7°D 1 -±y ^ =^)]/T \ y ^ 2-±y 

y- if > y)]y-^^^}\yT ^ y ^ y x}]/-^s-)\,t ^ y m) . t;!^-^ — 

y ^ :x. Y ^ )\/-7fs - )\yT y ^ tert- 7° b dp ^> ;i/ 4^' — ;i/ T ^ 7 ^ ) ^ T ;i/ ^ :r 
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10 *;i/yN"^-r N -x.5^;V;fj;i/7'^^-r bV^o 

15 6 ^#^tl-5S*5|!f S U V^o 

^ ^ U7 A htt. ^^iSt3~7©i>'^nT;i/^;i/^^n*bs ^Jx«\ 
>>^nrni^;i/, ->^n7*5^;i/. <^ n <57 n ^ ;v ^ ^ 5 1^ 

20 So 

-KM-^S*-rS^^^3~ 1 2fli©T;i'^-;i/SS«i*bs I9ijx.(i\ :^i7Pr 
, ^ n (1^!|x.«^ l->- D ^ > 5^ > 2-iy^D^> 

42 



wo 02/053543 



PCT/JPOl/11427 



iy^ u:t^ y^~JV) mtfi^if ^tl^o f^t^ U 

^mmm^&j hits ±bb ^mmm^^j (oM^^^(ommmi'Rxi7Kmm^ 
5 m^its -cH=. -cHg-) ib^ I'^-smo-^y'um^smm^titcMti^^m 

r^5^aTu-;vj hit. mmm^s mmm^. *5 j;tj«/xt*m^M^* i ~ 

10 y U ;^^ 3-:7 U Jl) . 2-5^:n 3-5^ai-;i/) , If n U ;i/ (^J 

i-tfnij;vs 2-i^D';;i/^ 3-tfnu;v) s -r 5 ^J'" \/ u ;i/ (^j;tfSs i--r 5 ^S'* 
V u 2--f 3. ^J'" V >; 4-'f ^ u ;p ) s ^ V u ;b (^J ^ ^ i- if ^ U ;Vs 
3-b"9\/U;i/s 4-if9VU;i/) s hUT\/u;i/ (I5!]^(d!s i, 2, 4-hU7'^/— ;u- 
l--r;^^ 1, 2, 4- h u Tv^ U — ;v-3-^ 1, 2, 4- h u ;i/-4-'f ^ 5^ h 

15 ^ V' u )v {m X. {i\ 1-7^ h ^ V" u 2-5^ h ^ u 5-5^ h 9 V u ) ^ 

\/u;i/ m^it. 3-r v^-y-^/ u 4-^ v^-9-\/ u 5--r v^-9-\/ u ^ ^ 
T^J^))\^ (i?y^«\ 2-5^TV'u;i/s 4-5^TV'u;Vs 5-^t^7U;i/) s 

20 ^ tf ui^;i/ (^y^^s 2-ifi;s^;i/. 3-t:ui^;v> 4-tfUi^;i/) s fj^i^ 

(^J;i«\ 3-if u 4-tf u ^ (1?|J^«^ 2- 

t^U5:i^-;I/^ 4-b° U ^ S^ — 5.b° U 5. . ^^1f::^;i/ 3-:7^ 

1f::::;V) ^ \f:=7V~}-\y 2- If -7 i^' n ;i/ ) , :r ^l?- T ^/ U ;i/ (^J^{*s 1, 

3, 4-:r^it-^T V^ — ;b-2-i' . ^>y:7i;;i/ (i5iJ^tt\ 2-^> v*[b]7 u 3- 
25 ^ > y [b] 7 u 4-^ > V" [b] :7 u 5-^ > y [b] :7 u 6-^ > V" [b] y u 7- 

^>^/[b]7U;U) ^ ^>^/g=-3^n;i/ (^J;t{is 2-^>l/[b]^^-;i/s 3-^>\/[b] 
4-^> V'[b]^^ — 5-^> V'[b]5^3^ — 6-^ > yib]5^ - 7- 

43 
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■:h^/'J;i/ (m^it. V 4-^i-'J V 5-dr±^/ U 

10 ^7U;Un 4-^yu;^^ 5-^yu;i/^ 6-^yu;i/s 7-^yV)V^ 8-^y'j;i/) ^ 
^■^e^^;!/ im^it. i-y ^ ~)\/^ 5-y ^ — e-y ^ — . v 

^ u 6--r V ^ y u 7->r v ^ y u ;^^ 8--f v ^ y u ;^ ) > :r u r 5^ u 

5-^ > b~ ij 6-^ > u ;^^ 7--^ > K u ;v) . ^ v ^ > F 'J :7 t ■:^ y^jv (m 
^^^^ l-:7 2-7 ji :^ i:^ — mtci^y :^ ^ P —JV (^J^«s 1- 

20 :? 3^ y — ;i/s 2-y ^ y "f-Ti^^-JV. 3-:7 f=-Ti^ — 4- :ii y -3^ t 

25 3-l^DU-;i/s t^^';S^*y^ 2-l:f n U 3- a U i> — ;^^ l-i 5, ir^J ^) 

2-r ^ u -;i/s 4-r 5 y u i--r ^ y 2-'f 5 u i;^~)v. 

44 
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5 

7^ D B ^ ia« ^^E u T ^^ T ^> gj^ $ T ^^ -c ^fe J; T ;i' 
m -tr- faem © ±^ mm ^ n r v^ t ct » 



15 ^om) s ^yihT (<^y^«\ CF3. CH2CF3S CHgCCla^) , T 

)]/^)\/ im^it. -rv:7°nif;v, tert-:^9^;i/^) , t;i/>5^— ;!/ 

(^?|J^(^^ If— ;v) s 3tc;v3.;Vs (1^J^(^> T■te5=-;^^ rntf:;^ — 

5^ U tf^-^n-r;i's ^>vV;^^ h° U s> n ^ > ^ > ;]/ 

20 nT;i/^;i/ (^J;1{S^ 5/- n :/n ty^u-:f^j\/^ ^ u^>^)V^ i/ ^ n 

^^i>;p#) s i? U T )\^ ^ — )\y (^Jx.tt\ D :7° D ^ - ;i/ ^ ) ^ 7;i/:3:^ri> 

(^Jx«^ ^ h^S^^ jihdp<>^ rn:^Kdri>^ y'Y^iym) s IT^ ;H3 ^ i>' ;i/ ^" 
(^Jxf^x ^ h 31 h dp i/;^;;^:^" - tert-:/ h ^S^;t^;l//^^* 

-;^^) , -hn. - hnv, ;t=3rVs gj^^ nt v^ T % J; v^ T ^ y (^'JxJS. 

25 T;i'^;i'7'$y (^J^«> :^^)VT%J^ az^JPT^y^^ S^^5^;VT$ 
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. (1^'Jx.{d;s ;'<5^1x>^ j^^^V^s hU^5=-V>s 

:^hs -f V5=-:4-i^T:^ p< :i? h ^ 7 ;i/ ;i/ 5^ ;t (^UxiSs 
10 ^ 7 )\y^)V7.)\yit^~)\y (^J;t«s ^ ^ > ^ ;i/5^r:;i/, 3i^>;;^;i/7^ 

T cJ; v^:^J;^y■^~^'1' ;^^ :x;i/:7 -f ;i/s ^t^ ;i/ ^ ;b :^ ^ s y\ n 5. 

ifn, p< ;i/ :7" h ^ 5^ ;i/ ^ ;i/ , 5^ ;t * ;i/ ^ ^ 5^ :r ;p tJ^ ^ ^ 5^::r?tj 

I 

25 ^{^. T^y^ Tiy;i/T^yx t;v^;v;:^;i//^— ^ y ^ T;V'5r - ;i/:r^iy * 

46 
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rsm^nTV^T*) =fcv>^*^^»j ^@^^^t^TV^T^) j:VNlt*^^aj o 
10 T^J^ (^J^«> ^5^;i'7'^ys 

m) s 7';i/r3dr5^ (#!]^«^ ^ h^i^^ oixh^^pS/. :rn7K^ri^> ::^h=¥i^^) , 

(m^i^s ^vrni^;!/, tert-:^g^;i/^) ^ bh'n^iy^ 

20 R^CD ^g^^^nTV^T'fe ctV^^*^Ie»J ilbTfis ^ tlT V> "C 'fe cfc V^ T 

s^s > y^D'y■>^ 7';^=^;^^ tKn^s^^ ^^ 

47 
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10 7"r:i^>, y''^ y) , (^J^{i\ T-fe5^;Us yuift — j]^^ 

(^J;l(*. ^5=-b>s hUp<5^l^>s 5^b^^5^1/>s ^ > 

15 

^R^RV^R^om^t)'^^ R^RVR'^(Dm.'^t>^s R * RV^R ^ om-^t)^ (D 

25 X(i^laffiM^:^)^:^^ffibTV^•r^)ctV^g^^$t^TV^T^)ctl/^^i^?F$SS^SJ iltts 
* 6<J (3 T {3 f «3§ I* r i> o 

48 
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(^pr>. RK RK R^Rxj^R^itmmtmmm's^ ^ ; -r^^-a-r^ 

^-^ -R3a-A-R4a-^ -R'^^-A-R^^-it^tl^'nm±[yX^y^am 
tJ«/3l (± W AS b -C V^ T % cfc V^ ^ tl T T ct T ;V U > 

5 -efeSo ) 

(^J;^{^^ T;vndp:^^ tKn^ri^s j^u^r^^ t 

10 r^j 4 ~ 1 2 ^©i^Slci* b> 5 ~ 1 0 M®^s ^ e. CfA 5 ~ 8 M 

0jg*s$?^uv^o JS^^^^Eg-r sM^fc LT{i. m.mm^. ^y'ui^^ mmm^. 
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5 R. R' RVR' ' itykm. T)V^)\y. T' 5- ;i/ dp ;v ^ ) 

10 1) mm:fi^¥w^^mnx-^^m^. 

15 5) (ffiU^ R 3*^amb-CV^?,^*Jg^^::R''^)5M^^b-CV^ 
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6 ) mmii^^y'tim'^ifiif^-^i.rc^^mmoM R'>-t)mmi.x\.^^mmm^ 



5 
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(RK RK RK xitmmtm^m ; Yitmmm^xitmnm^ ; R. rslr 
mm.) 

5 

-mm^mi-^ b <s R^ifimmvx\,^^mmm^iiR^-tfmm\^x\,^^^mm^ 

2) K^>i)^^^g^®®-^^ 

52 
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Ri^Si?; :-Y^-Y2-Y3-R^(^cfis Y^^ Y ^ RV^R^f,±mmhn 

MmX'$>Z) -T?^$n§»T-fei>:^^s ^IZ. 5li:-Yi-Y2-Y3-R^ 
YM±#^^l!feD ; Y2{i-0-s - N R - C (=0) -Xti-C ( = 0) - 
10 NR^-tffet); Y^fiai^^tL-ClN-r >t!^ D ; R'^Jiai^^n 

^&ff^figUTV^:&V^Cl R 3:5^t>'R {i^tl^-tt^i^il bT^ 7j<*s Um 

20 ^nr vm: 'fe j;v^T 5. y s b^'Ddp^>, T;i/'jr^;i/ 
t;!/^ — t;!/^;!/^;;^^ ^ — ;i/s t jv ^ )\y 7. jvt^ — ^ — b 
nx(i^ : - Y5 -Rd (^ct3, Y^fi^^-^. g^^^ v^ T J; v^ > , 

7';V'5rr:l^>^ T;i/dr-p>^ -0-^ -S-^ -SO-s -SOa-s -NH-s 
-C ( = 0) -s - CHg-N - C (=0) -NH-E-Xfi-NH-C ( = 0) 

53 
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(^pfr. RK R\ R^. R 5StfX{iHuBBimiM« ; R^{i:r;i/dr;i/^ ; H a 1 
10 XllA - 1 

^ (A-1) -eS^$*L§-fb-^tIi:^ : R^NHa (^1=>> R ttilB ^1 
^nS'fb^i^^SJfe^-ars ^ (A-2) T-S^^nS'fb-^tJ^Sitl-Sxm-eafeSo ^ 
(A-1) l^Tjk^ tl?>^h-^m(Dmt i^Xlts ^^)\^ -r^YT^'T—y. ^9-J\y2-^ 

15 R^NHzXm^tl^m^m^mtVXit. T)l'^)l'T^> («3Jx{*\ ^5^;^^$ 
^> 1^ > ^ b t.^ o SJS^^JS }±^ 200 °C.ittt^if^L/<{i80~l 80 °C 




OH 
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JlUA- 2 

5 ^ (A-2) 'il^^n?><h'^mh^ (A-3) -eS^^tiS-fb^tl^&ig^Ci^ftTT-M 
^ (A-4) -e^^nS^b-^^^S^it^Sxa-tr^^o mSi:b-C(is tf 

10 0~2 0 0°C^ b < 1 0 0°C-^^So 

XllA- 3 

(A-4) -C-5^^nS-fb^tJ^±i»©#:mTIH^^ii:. ^ (A-5) t^^^n^'fb 
-&t»&S§5it-Siii^-??feSo ^ai:bT{d;^ h V ^ As ^JRt;1/zi dpi/ F 

mufitifi^ bv^o MJiS^a^tts 0- 2 0 0"C. b < itmu- 1 0 o°c-e2& 

-S o 



XgB - 1 

S; (B-i) -c^^tLS-fb-^tJ{-^Nn^>'fb^mssjS$^i:^ ^ (b-2) nm^^n 

55 



R 





H 
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^fes mm(D^:&Tx'ifo ct%x^ m&iivxit. j^m^ue/As mm± 
^^Txno c tifix^^o m^itJ\u^>itUMh i^x'^m^^m \^r^m^i±. 
^7nn7j^;i/A. mwh^mmifi^^f ^ ti^ o Rmm.mit. -io~i5o°c, w 

IZMM.-- 10 0 °C±^P^^ bV^o 

10 v-fb^^h bTfis N-^ND-ry^-^' >-r ^ K^ffiffl-T i. ci t 

- 2 

15 ^ (B-2) T-^^n2.'fb^t)^3:h h U ^AT^l/n^— h ^MJ5S$-&Tx ^ (B-3) 

X ^ ti^ih-^mt: m^m-r ^jiux&^o ± w ^ 2>.tjvz2^ — v hi^xi^. i- 

y bV^o 0 ~ 2 0 0 °C. l 7 O °Cifi 

XSB - 3 

^ (B-3) -c-s^^tL5lb^#jSfU ;^-'>Ai:7n5-Y cow^Txiamvx. ^ 
(B-4) T^^tiS'fb^tiSMai^-2.xa-^ $, i,o Rj;&^i^«tc <x%^<. tr U 
i^-.>A^n9-f K bT-f^ffi bT J; v^o KmUMt bra^ 8 0 

25 ~ 2 5 0 °Cs ittt3 1 0 0 °C~ 2 1 0 °C*5$f S bV^o *X|l{i, /}^"D > hV 

yu-^-^ Y^m\^^x%^o ^hifix^ zom^. KmmmhiLxi^m^ty-^ 
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(C-l) (C-2) {C-3) 



5 jimc-1 

^ (C-l) T'^^tL^fb^tlf-R a 1 (^tt3. R^ltmtitmmm ; ti a. 1 
itJ^u^y) T-s^$ns<b^tiSSJiS^-&s (c-2) n^:^n^<h^m^mmir 

SX^T-afeSo S^SMStts 0-2 0 O'Cs SfSb<tts 10 0~150'C-efe 
10 X@ c-2 

(C-2) T'^^ns-fb^tJ*"?)^ (C-2) T-^^ns'fb^i^^Si^-r §xsT» 
feSo xA^ST'fes-fb^i^^Siit-rs ^ 1,3-$^ :3^-;^5^;rs^&s^s^-B■ 
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XSD - 1 

s; (D-i) -^^s^ n^'ib^m*^^^ (D-2) -^s^^ns-fb^tj^Msit-r ^xfii? 

S S o 

5^ (D-2) xm^ti^ih^mcDt^T'Jih^n^^^ ^^v^-r:5^;r*;l/^^^-;^<b^§ CI 
i:l:ict ^ (D-3) -e5^$ti§<b-grtl&MjiTSX@-f$>So i^TV^'fhtt- 4 0 

~ 2 0 °C b < 0 °C~ 1 0 °C) T-tT^K J; < . ittt^{^T-efT5 Ci i: J; 

X^ID - 3 

^ (D-3) X^^ n^ih^<^t:iM.&CD^:^TXRm^^. }!Klz-y ^^^JVXJV-^-^^ 
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i> K-t?m<b-rs c J: ^ (D-4) i^m^ ti^ih-^m^mmir ^31^-^^ ^ a 
mllD - 4 

^ (D-4) -x^m-^ti^m^m^^^j p=-t> A^ K®#ffiTt?i^lStb-c^ 

10 X@D-5 

^ (D-5) T'^^n^-fb^i^t^ : R 5 H a 1 R ^ fffSB h HUcS ; H 

al(±yNn^~>) T-^$n^'fb-^i^Sm£#:ST-t?SJfe$-&-t. ^ (D-6) 

■^^A. j^^*y-^As ^^■^-hvc'A. D Bu^^tt^ bfem^fis ^rn^mm}! 

15 bTs ^ 5^ ;i/ ;i/ A T 5: 7'h^t:H-n:7^>^ t — )\y {mx.\-i.. 

bi:> 7Jc^^b:^ b U A. Tlc^-fb U A^ ($?* b < Tlcm-fbi- b A) 

^^fflbfem-&{*s S^Sv^lf^i: bTs i^;>« 5^;V7h;vAT 5. h% T^b^tKny^ 
iiA^-ti-^^oSirRSHa 1 ^ n ^b-^^^ bT^*^ D >Jf 
20 >'fbT;i/^;i/ (^Jx{±\ m^^^JVs ?^^b^5^;i/x ^^c-fbrn ^{b::/5^;i/^) ^ 

7N n >'fti7' 5- (f!Jx.{*\ > i:^ ;i/ 1?* n v ^ ;1/ :7' d v -f K 

m) m^^m-r^^h-^-Q^^o ^mumit. o~2 o o°c^ b<tt^^~ 

1 5 0°CT'$)§o 

X|iD-6 

25 ^ (D-6) •^^^n§Yb^t^^M7GbT^ ^ (D-7) ^ ^ tb 5 {b^tf ^ Mitt f 
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m) ^^m-r^^LHifi-^^^o Kj^^mm±s o ~ i 5 o -c. 1 0 0 °c 




- 1 

^ (E-1) T'^$ tiS-fb-^iiJt ^ >;=;;i/7j^r^;i/y\^ ^ K (^O^fis 
10 7iN:z;i/<?n5-f F) j!i (E-2) -^m^n^ih-^n^^m^ir^Jim.'^^ 

0 0 °C;?)S$f S bV^o 
X^E - 2 

15 ^ (E-2) -t?^^^i>-fb-n-tJ{c^>i?;i/ b U — 'i?^ /N^-fF^& 

> h i; :7;v:t^^ (BF3 • EtgO) #:&TT-Sj;S^ ^ (E- 

20 «!7A ^U'^'^Yifi^lih^^oKmm.mit. 0~8 O-C. #lc:^?ty?)5^* bV^o s 

60 
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U y ^ K in — (BF3 • EtgO) TMShU^l^— 

X^SE - 3 

^ (E-3) •t?^^tlS'fb^t)t5e : R 1 CH2 C (=0) N H 2 ^ J©S#«TT«S 

5 ^ (E-4) -e^^n€)'fb^i^§MM-r sx^-eag)?.o :^ai:UT{*^ 7jcm 

1 0 0 °Cifitt!-m UV^o 

10 XflE-4 

5^ (E-4) -T^m^tl^^h-^^lZ^ : CR* (OR) gN (CH3) 2 (Site's R^ 

fis mBhmMm-G & '0 ; Rl±T JV^ ;im^M^ir ^) "e ^ ^ tL S ^b^^ § S^S 
^ (E-5) -?rS^^n«.'fb^t>^S5ii-r§XS-efeSo : CR4 (OR) 2 

N(CH3)2T"S^^nS'fb^i^i: b-C{i^N,N-s;'^5^;i//i^;i/AT$ F i^p<5^;v T 
15 -br<j7 — N,N-S^p< AT 5: K T -b — N,N-$^ ^ pf: ;i/ 

7 ^ >*^ffit-^ CI i::&5-e § So o~ 1 5 o°c. u < 

1 0 0°CT-ag.So 

20 X^E-5 

5!i (E-5) T-^^tlS-fb^i^f^ji: : R 5 H a 1 (j^i^i. R ^ fuIB ^ IHm^ ; H- 
a. Ht^\U'^>) T'S^;^nS'fb-^JfeSmS®#ffiT-e^jS^-&Ts ^ (E-6) trS^ 

^ So 

25 

(E-6) '(!m^n?>ih^mizM7iM^!^}it^^'^. ^ (E-7) -tJ^^nsYb^tl 

61 
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A. >^^mVt^m^i-±. ^ (E-7) (^np^ Rx(*7j<^) T-^ 

5 « 5^ (E-7) (jli "^J > R x t K O :^ iy ) T" ^ ^ tL S Yb^t? ^Mat "T 




10 F-1 

^ (F-1) -^^^ nS'fb-^i^i::^ : M e O C R 2 = C (COOMe) R^-^^^ 

tiS^b^tJ^SJ^S^-^s i)^ (F-2) TS^$t^S-^b^tI^^#S^:gT'fe5o ^ : Me 
0CR2 = C (COOMe) R ^ -^^5 ^ n S<b-^tJ bT ^ b ^ ^ 5^ 1/ > V 

15 i:bT(i^ Pif^-iJ^. h;p:n>^i)^^lf e,nSo ^Ta~ 2 0 0 °C^ 

b < » 1 0 0°C~ 1 5 O-CT-fe-So 
X@F - 2 

^ (F-2) -e^^ tiS{b^t/^*D?a bT. ili (F-3) -e^^ns-fb^^&MTt-r 
sxair^So 2^x@{i. MJiS?^?^^ bTiy'^^"^^ h;i/^>S^« bs ^ 

20 a— 2 0 0 "Cs #13 10 0 °C~ 15 0 "Ct-ff a ©>b5$?S bV^o XSF - 1 

i:xfiF - 2 {i5g,^b-c. ip-fe5t (F-2) -^m-^mih-^m^^m^rizn-^x^ 
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OEt 




(G-1) (Q-2) 



XgG - 1 

^ (G-1) Irm^tl^^h'^miZ^ :EtOCH=C (COOEt) R^-7:m^ti 
5 §'fb^tJSS^S$-tt> 5^ (G-2) T'^^nS-fb^tJ^M^tt-^Xll-C-fe^o ^: E 
tOCH=C (COOEt) R ^T-^^n-S-fb^tl^ bT(±s 

— 5^;Vyf)S$y ^ ^j^stSigfi. -10 0°C~^ra. ^tt - 7 8 °C ~ 0 °C 

S bV^o MSi: Ur LDA. y5^;V U 5^ A .1 h >i)S-e g § o 




{H-2) {H-3) 



Hal itJ^ a ^y^Mi^ir^) 
15 x^H-l 

S (H-i) TS^^ tisfb-^tJt o-^ND'^y T9;l/^;^/^■^-r K^Sj;&^-frTs ii:; 

(H-2) T'^^tlS-fb^^S^jit-r^Xfi-e^So o-J\U^ F 

63 
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g^o ^*5s SiJS-SiStts 0~ 2 0 0 °Cs ifttmM- 1 0 0 °C;b^$f S UV^o 
X^H- 2 

5 ^ (H-2) T-^^n S'fb-^tJ ^i^e'A^^s h U :7 

H^T V^-'i' A:^©#:&T-T!S^&^-&s ^ (H-3) ^ ^ tL § 'fb^tJ ^ f# ^ 

i±^(D^u n Alt#:) . 5^1-^^;^hU:73ici;V7}>x:7^>/i9i^r^A^M 
«-r§^i::A^-e§§o m&ii bTtt. U A. h U As h U o^?^ 

10 ;i'T ^ >^>bs^t:f ^*Ls U A:{)S|g:^ l^v^o A 

ids U5^e7A5' D9-r F^&^ffi b-c*)=tVAo UTfis s^p<^;v*;i/A 

T^Ks i:^^h^S^3i^>s 5^h9th-n79 c: Ji^b^T- § -So ^S; 

15 :fes MJ^N?^;^ bT«s 0 ~ 1 5 0 °Cs 8 0 °C~ 1 3 0 °Cy6s$[f ^ blNo 

B^^b^i^ ^ i^Tt -r i. c § S o 



OH r 




20 (J-D (J-2) 

J - 1 

^ (J-1) -e^^n^-fb^tlJiS; : R°Ha 1 (Slffs R <= M 13 IHlc^s Ha 

\\±j\x2ff>) T-^^ti2)'fb-&ti^:^s©#ST-esjiS^-&s ^ (J-2) -nm-^ti 

64 
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(K-1) (K-2) (K-3) 



X@K - 1 

15 ^ (K-1) Xm^tl^^h-^fl^h^ UU-l-y :^^)V-m-y^ h'^'J—JV^m&CDW 
STT-SJ*;^^±s ^ (K-2) T-^^tbS'fb-^iiJ*^5t1-SX@T-$)So i^Mt. 

20 0 ~10 0°C. #t^?^7b^5f ^ bV^o 
X^K - 2 

^ (K-2) T-5^^ni.-fb^ti§M^#^T-e^M®7Gb> ^ (K-3) xm^n^ 

65 
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XIML - 1 

^ (L-1) -es^^ns-fb^i^t^^ : R 5 H a 1 (^*. R 5{±tifi3i:lll^^ ; H 
a. Ht^^u^>) T♦S^^tl*'fb■^^^<&m»©#:&T■^S^S^■&T^ ^ (L-2) -^S^ 

§ So 



R2,. R3^ R4^ R5;at>"X}ilulBi:l^m^ ; R'^ttT;!'^;]/^) 
x^SM-l 

(M-l) T-^^tl^^b'&tl* tf U i^->^7 A^' n ^-1- h'©#:mTT-*n^UTs ^ 
(M-2) T-^^tL§'fb-^i^?^^3t1-i>xa-??^i>o x^MB - 3 hmmi^no :ihifi 





(M-1) 



(M-2) 



66 
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XflN - 1 

^ (N-1) '^m^ti^^h'^miz^mum^^m^'^-c^ (n-2) sm^n^^h-^ 
MJS®aMs mmt^^um. mm^ m^m. mmmizj:.^xmmr 




10 (0-2) <0-3) 

X@ 0-1 

i!i (o-i) tis-fb-^tjfc N,N,N',N'-5^ h 5 p< ^ y ^ 

•y:. (0-2) -ei^^ns-fb^t/^S^a^-rs Jifi-e^^o Mj^^v^^J: 

SJ;t^^aiK^ ^?a~ioo"c. it^{r e o -c- s o 'c^^^if ^ bv>o ^*3s sd^m^t 

xaO - 2 

^ (0-2) '?!5^^n5'fb-&ti{37NP'jf >-fbT;u^;i/?&H^S^-i^s h y 7 

20 -jvyr^y 4 y^Rm^'i^. «^^c7Jc^'^b:^ h u A-e^st- s ^ t D . is:; 

67 
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10 



(0-3) 'c^^n^ih'^m^UMr^Jim'^&^o }\u>f:y\\iT)v^)\y}i brf*. 

^i^b^5^^>^ T)\^^—)\y. h;i'^>*^^?S L < s LV^o 
0~10 0°C. 7 0 °C-efTd ®)b^§f * L/V^o 





(P-2) (P-3) 

5^ (P-1) T-^^n^-fb-^^tx^o - 1 }Lnm\z. n.n,N',n'-7^ b 5^;vi^T 
$ y ^ iS' ^ >*SJfe^-a-S CI i; J; !9 s 5^ (P-2) 

15 T"S^^^x^{b-^%*f#So ^ -S. fcxSO - 2 h 'J :7 :7 

^(.N-^^a-ejaia-r-s ci ^ tcfc Ds ^ (p-s) -^^^n^Yb^tF^Mii-rsci 



R2 



3 Lawesson's i 
reagent 




r5 

(Q-1) (Q-2) 

20 Ri. R2, R^^tJ^^R ^tttuIBhlqlM^) 

XllQ- 1 

68 
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(Q-l) T-^^ tlS-fb^i^tC Lawesson K^&SJfe^-lirs ^ (Q-2) -^m^f\. 
V >^;J)S^{f etls #t b ;b:ii>;b5$f ^ LV^o SiiS^^Kfis 8 0~ 2 5 0 °Cs ij^ 

5 




(R-4) 

XII R - 1 

(R-1) -^m^ n ^ ih^mKykm^ih-y ^ v^5^;1/t;i/5: r:r>A^HiS^-&T. 
10 ^ (R-2) T-^;^nsfb-^ti?feigiit-sx@-??^So SJfe^^^ u-c(i. 

xaR- 2 

^(R-2) -^TTs^ti^^h'^mi^ykmihl^omihi' b U A^MJ^S^-yrT^ j^(R-3) 
{i\ ^^ffi^SC i^As-t:- §i,<, ^jiBit^W^fr^lt 

Xfl R-3 

^ (R-3) t?^^ni)'fti-&t;J3=§-aiS^§Sj;£;^-a-T^C (R-4) -es^^tis-fb^ 
20 tiSSat-r Sx^-Cfe So *x|i(::4oV^Tf±^ ^ (R-3) -c^-^ ti^ih^mcDT )V 

69 
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Rjit^u&its Ruc:s(Dmm. mmT?,mm. m-^Ms mmmi^-a^xmiR-r 

5 




(j^ff^s RK RK Xs Y^RV'Y^tmmhmmm) 

x.ms- 1 

^ (s-i) T^^^n^^h'^mi^m&m.m^Kjit-^^'^x^ (s-2) -es^^tLS-fb^ 

10 iiJ>feM3i-r SXm-efe So 2|s:ILS^-*5V^T{*^ ^ (S-l) t? ^ ^ ^ S -fb^^CD ^ ;i/ 
15 




(T-1) (T-2) (r-3) 



RK RK R^^ X. Y2:atJfY3{*tuH3i:lRllca) 

x|M T-1 

S; (T-1) x^^ti^ih-^m^myK^Mi^. ^ (T-2) tii-ib^tiSMst 
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~ 1 5 0 °C. ij^C 10 0 'Ct^m^ LV^o 
JlMT - 2 

5 ^ (T-2) ■^^^ns'fti-^^^{3=g-aK;^*SiS;^-&T^ (t-3) x-^^n^-fb^ 

%^®?gt-?>xfii?fe 2)o :$:xfii^^v^T{i;^ ^ (T-2) 1? ^ ^ ti § CD ;v 
10 J;v^o 

^JhbTY2*s-c ( = 0) -NH-T'feD> Y^ifiT)]y^\y>1:^y)s Ififi 

^ (T-2) -e^^nS'fb-^tlt ^ ^ p ^ ^ K &^Si^:^T-C-M^fe 

^^V^-eS; : Y3NH2T*^$nSYb^tJ^SJS^^^^ ^ (T-3) T'^^n 

1 5 0 'Cs 10 0 °CAs$f S bV^o 




20 (U-1) (U-2) (U-3) 

(jilt's R^ R s:iStFX{ituIB^Iim^ ; R^{A^5^;Us ^ i>;i/s b 



x^U- 1 
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(u-i) -e^^ ^^s•fb-^^^®:IlX5^;^'fb^fef?v^. ^ (u-2) -^m^ti^ih-^m 
5 m^it. h U u ^ (u-i) -^s^^ns 

XliU - 2 

^ (U-2) -^?^$t^S'fb^t^tM7^^J§S^fe^^i:^ ^ (U-3) -^S^^ tis-fb^ife 

15 {5d*U^'j7A. D I B A L^^s^ff ^tLi)o *X|l{i, tl-fb-fe U r> ACD#:ffiT 




20 (v-D <v-2) 

. (S;pt='^ R^s R^ X. R^. Y^RXIY^l,tmm}^mmm ; R'^l^T- 

jimv- 1 

5^ (v-1) -r:^^ n^ih^<^i:i^mUM^R&^^X^ (V-2) t-g^^ns-fb^ 
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^<feM5g-rsxe-e^So *xsi-*3v^T(is ^ (v-2) -sm^n^^h-^mo^ : 
^h^-Lifix^ H^SMS^s Mii&oaMs ^mr^mm. mm. m^m. mm 

5 ct oTilJi^t-nK J;v^o 




(W-1) (W-2) 
(^tf", R2, R3, R4^ R5^ R^:?^t>'Y3{itfjlBi:llllCa) 

X^IW- 1 

10 ^ (W-1) -^S^^tL^S-fb-^J^t^ : R^Y3NH2T'^^n5<b^tl^S^S^-&s 
it (W-2) T-^^nS'fb-&i^§M5g-rSX^-??^So : R^Y^NHg-^^^n 

^ > (fiJx.{S. 2-(tf u >-4--f ;v)az5^;uT ^ >^) m 

Klf"^^ b^/^o bTtts 1 0 0 ~ 2 5 0 °Cs Jj^t 150-20 



"R* 



XSX-2 



tX-1) (X-2) (X-3) 

20 (SiEfl, R2^ R3, R4^ Ra^ Y 2 {iffjlB ^ ; H a 1 n >y > ) 

XflX - 1 
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(x-i) •^m^tl^'(h^miz/\u^>^h^:t~)V^S.)it:^■^'\t. ^ (x-2) 

;VA. 0m'fbj^*^*5p{:re>nx ^t^lg-fb^g^V^^b^ie^^ bv^o SJ£;MS{d;^ 0 
5 ~ 1 0 0 °C. 1 0 °C~^?&>bs$f ^ bV>o 

^iJCD^^il UT ^ (X-1) tr^^tl.^'fb-^tlfc N-/^ P^V :^ 5: F 

^ b ij 7 :7 >f >®?^:mTT•^j;S^■&^ ^ (x-2) r-^^ns-fb-^^^S 

10 $f ^ bv^o ^>-^f>^ m'fb^g=-v>s 

^nn7^;i/A. EHi^'fbM^^*^^}^' 5) o 

XfiX - 2 

^ (x-2) T-5^$nSfb^t;t-=g-fflf«^5&S^&^ii:5Si (X-3) "^^^ tl ;g. -fb^tJ 
^^^st-r-Sxa-t^feSo *xfl^:::fev^T{As ^ (x-2) i:^-^ n ^^h^moD ^ 

'ffiffi■rsts;lg^ ^^^j. M ^ t cfc o T i|aj -Tn « 

J; V^o 

20 T U — ;i'T-fesJl'^*J-:JLTi3i5aB^t-§o 

^ (x-2) -e^^n^-fb^titciT u-;^^^;^*^^^ > (^j^«\ ^>-if>^:4- — 

;v^) ^mm^^T-^^m^^s ^ (x-s) -e^$ti§'fb-^ti^^5fri. c ^ias-^? 

RJiSaSfis 0°C~15 0•C^ 1 0 0 °CAS$g:^ l^V^o 
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(Y-1) (y-2) (Y-3) 



(^i+i. RK RK R". RK xitmtihmmm) 

XflY- 1 

^ (Y-1) i!S^$n§'fb^#3{3S^^5^;v;^;i/7hde>> h^;5^tJ«;tdp-tf ].-^ 
5 Mife^-B-^ ;^ y >^^b§ff sSi (Y-2) T?^^n^'fb^i^^^3i-rsn:@T'fe§o 

i: urjis ffiYb^ ^n-So ^jfSSft^s -7 8~o°c, #{3-6 

0 ~- 4 0 'Cifipf^ H.^a 
XflY - 2 

10 ^ (Y-2) T-:5^$tb5'fb^#It^'fb^j5feMJfe^-&s ^ (Y-3) "C'^ ^ n S -fb^tJ 
15 




(Z-4) 



(i^pj3, X. R^. Y^Rxf:Y^\±mmtmmm) 
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jimz - 1 

^ (z-i) -^^^ti^^h-^mifiib^ (Z-2) tf^^tiS-fb^tr^MTi-r *n:|M-e 

IL?1 z-2 

5^ (Z-2) -^^^ns-fb^^^jiTc btjs: (z-3) -e^^n^^fb-^t/^^jSt-s 

Xli z-3 

10 Si (Z-3) T*^^nS'(b^tiJ::^aia:^<£S^S$-M:S; (z-4) -??^^tb-?>'fb-^#; 
^®3e-r2)X@T-fei)o *xa^-*5v^r {±s s: (z-3) -^^^tiS'fb^i^oT ^ y 

15 ^OilbTs Y2;{)S_NH-C (=0) --CfeDs Y^Tbs^lig-^T"^ R^/b^T 

r v —)\yx^ ^^^^nk-fizmmir ^ (z-s) ^^tL^s^fb^^^fcT 
i^JKb^J (^J^{^. n^-r K> ^>^/-r n v-f F^) 

(Z-4) trS^^nS-fb^tJ^MTt^^ i::6^i? i- *X|M{±^ mS#&Tl?^T 

20 ;V5}^;VA7' 5 F^>?}S^tf e>ti5o H^SM^fis 0 •c~ 1 5 0 'C. 1 0 

0 'Cti^m-^ L V^o 



wo 02/053543 



PCT/JPOl/11427 




(Z-8) 



JLU Z - 4 

Si (z-5) -es^^ns'fb-^tii^ N-j\ti^ y i^y-i ^ (z-e) 

X^Z - 5 

(z-6) T'^^nS'Tb-^i^cS; : r^-b (oh) 2"^^^ tisfb-^i^^^^i^ 

i^-^ AM$*®#:aTT-SJJS^-&s ^ (Z-7) -eg^$n?)'fb-^tl^M3tf SX^l!^ 
10 SoSJ:R2-B(0H) a'^^^^'S'fb^^JOR 3 h b-C{±^ Sm^ntVNT*) 

. j; v^T;U'ir - MJ^^ tiT v^ T * J; v> 7' ;v dp - Sil^tlt:v^•^: J; v^T' u 

i>.M^i:bT(±. Pd(PPli3)4. PdCl2(PPh3)2^:6s^{f e>nSo *X@{±, tgScD^ 
Mi-hV^A^ i- h V 2^TJP=i^— h (m^its NaOMe^ NaOEt#) mt^^ 

mU-^ 200 °Cs i|#t50~100 °C;()5|? ^ bV^o 
20 Xfl z-6 

^ (Z-6) -^rs^^tis-fb^^cs; : R 3 c = c H-e^^ tis-fb-^ti^fe^-^^ »> a 
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M -^NH.-^ x^Ar^ or n hXX 



(Safety catch linker, LL: 1 .09 mmol/g) a-01 '^"^^ 



4-Sulfamyi butyryl AM resin ' * 



PdCl2(dppf)2 (0-4eq.) o o O O R^ 

aq-KsCOa {6 eq.) ni^N^^'-^-^'^'^-N-'^^^ ICH2CN (20 eq.) //-Pr2NEt (5 e g.) 

R=^B(OH)2 (5 eq.) W h H I F " 

^ X^N^R'^ MV 

DME A-03 '5 



-Methy-2-pyrrolidinone (NMP) 



O o O o r2 

" ^V^' II I i-i3 II I 

S^K.-'V.'iJ^-^^R Hx RaNHo f2 ea.WTHF ..>k.^/R 




^--^j^^V^--^i^-N''Y|r R^NH2(2eq.)/THF ^a^^ 

NC-^ X^^K ^^^^^ ^ " X-^g-R^ 

A-04 

A-OS 

10 i^^s RK R^ R*^ RS;St>"R^tt*uiBi:llim^T"$>So ) 



1/ > A-02 ®-&SSo 

u AM ui^>m^^mT^^ hifi-&%^o *;v7t?>aii urf*. a-oi 

15 ^^nsfb^tJ^^ffi fS ^ ^/b^T § So ^©:^-^s R^s R^s R ^ t;^" X ^ M 

K-2-;r^ V-l,2-i:;* t F n 1^ U 5^ >-3-*;i/4^ >^ (R 2:St>"R^:6^7j<^s R5){)Sn- 
7*5^ ;L'. x*^^^t!S) s x-1 -tr^^ns*;!/?}^'^^) ^Mffi-r s ^ g So 
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-efTd ®7b^$f ^ bv^o Rmmsii\.xit. mmm-m-tmms #i:i+^Btp^*^$? 

±iBT-f#6nfelxi^> A-02 5b^BVi^> A-03 ^Siii 5 X@T- § o > 
A-02 fc^ : R 3-B (OH) 2 T- ^ ^ tl ^b^%*^1 ^ 5^ AM^St>"*iS® 
T-e^^S^-a-s 1/ A-03 &f#-SXfl-^a5^o L-ctt^ dme^a^^ 

10 U^n^o^^"^ i^t? h.mUi^ UT{is PdCl2(dppf)#$^«-r§ CI i::d^T- § So^ : 

R3-B (OH) 2-x7fs-^fi^ih^m\±mmm.^\zn\^xm5mm.mm'r^:i}iifi 

MSbV^o S; : R3-B (OH) J: LTJi^ R3^5gj^^^-t 

■rs c: i;>{)ST- § So cio^-^^ < SiRf S ^ § 5o m*J:bT 

ih:^^\yy. ^-^;v) -ejli^^^^tt^ bs Pi^>(A-03)<&^7t-r§C^;b5-^^g«>o 
> A-04 

20 l/i^> A-03 {33— KT-fe h— h U;i/*J^XCD#:&T'^S;i&^-B-s Pi^>A-04 
25 j^^jvifuv K>^ Jg-fb^^^ix-^s a^-5^;i/) ■eM^^?tb^ ^^^^(A-OS)^!^ 
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10 

r2 o r2 ^ o I^^ 

O^N-^ O^N^ 2) Q_Nco O^N^ 

R« ^ 

B-01 B-03 

15 'fb-^;i^(B-02)CD-&m 

-fb -^tKB-oi) (3 i^-fb 5^ :r ^ MJiS ^ T > 'fb-^i^ (B-02) Mag -r 5 xfi -e S o 

^^m(B-01)h\^Xit. m^i^. l-:/5^;i/-2-;r -1,2,5,6,7,8,9,10-;^ ^ t Kd 

t^ztifi^x^^o ^mmmt-Lxits vj\^:^>m^^m-r^zhi!fixB^o 
xRfit-'i)mTir ^ o zoKmm^mmmmir ^ z ilizx ^ . ^^-^^(3-02)^ mm. 

'fb-^#J(B-03)©^fi^ 

ift^^EI^'fb iV-p< 5^;i/^;i/At^ U >MJii(1.93 mmol/g)#:STs T ^ > (R^-NHg) 

80 
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5 d hifiX^ 



r2 





O N O 

jl^5 1) R^-COCI (2 eq.) N 

/ CH2CI2 ^' 

^ or 



5 



or 



2) H2O 



O^N^R^ (MP^Carbonate) J 2X^4 

I _ ON" 



15 C-02 

(ii:;it>. R^ R3, R^ R'^itmrntmrnm ; 1 i>x±(Dmmo ) 

i^^^S^-ffci iV-^ U >|Srsg(l.93 mmol/g)#:£Ts ^^DU K (R«- 

COCl):)^t^■'^b^i^(C-0l)SSJS■^^ ^ ^ :i J: :2^^HI'fb^tl(C-02)$®7t-r i> 
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10 :5c*5s CtL?)0@*g-&fiK-t?1$M$n-S^ : (OH) iXm^tl^^h-^m. 

m,(Dm}k^^t^Lx. ^h^m(Dw^m^m^\^. m^^m^cd^ : r^-b (oh) 

20 

ffibT*)<tVNbs ±B3i:ttS'Jfc^-?v lx;i/^fig-C-=f?o-c* J;l^o 

82 
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^ bV^^a^ bT^ IfU SiHzrS. (-C (=0) -NH-X 

{i-NH-C (=0) -) ^*1-§i^;b^^{f e,tL§o 

^«^9-r U- testis o 

15 

b. *>:M:f y ^ F 2Mg^#:<^i&14Sfe{±*>:Mf y b' 2 ^§^#:MinH4# 

25 t- ^ ^ ;t {±* Design of Prodrugs. Elsevier, Amsterdam 1985 CfBig ^ tl 
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cDsms m^it. T^y. h Kn:^s^#). (c. m^mm^mxvxmm-r^^ii 

:h /-^ — h ^ U yu ifJV ^ ^JUi:] ;>i — h ^ tert-:7'5^;i/:*;i/y'-^\X— 

if6)ti2>o b K n ^$^^cd:/p K ^ y i^'ii bTfis ji — ;i/ ( p< h ^ S> 5^ ;i/ 

m> 7^ :7'5^;vT>^-'j7Am^0^4f^T>^-t^7Am ; T;i/^->ig, y 

84 
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^ ® @ -t? ^ffl ^ S C i: -e t § o •e?!J ^ «\ Proc. Natl. Acad. Sci. USA 
10 96, 14228-14233. Klfi^ * > ^ H 2 rf ri:;^ h ^^j^liS^j^f^ffl^ ^ 

m<^m^^T^WlMEm^tirV^^o Nature, 1998, 349, 277-281 itj 

4 K 2 Mg^f*Trj'-y^ htmmi'fm^mir ?>wnEm^nx\^-^^o 

Cancer Research 61(2001)5784-5789 Izit^ :A?>:Mf y-T b* 2 d" — :^ 

b:f)Sfli2iBl^©31ili#M%^-r?> gSBig^nXVN^So European Journal of 

15 Pharmacology 396 (2000) 85-92 > :^ tiV -I' K 2 S g:^^;^ > ^ rf X h 

)bs^S#ffl^&#1-S giBS6$nr V^So^ J Pharmacol Exp Ther, 2001, 296, 

420-425 tfi. ti>±\f:y-( K 2 M^§#:^?qffif^M {T::i~:7. h^'pmMV^Xyi 

itT>^ ^-7. h'i^m) ^^-t ^"ib^f^tiK tH^imi^m^mtmmm^nx^^^o 

Sfes i:]>i-^y4 F 2Mg^f*ft»I^J(is h Thy-1 mi^Mmm^^i^Mf 
25 §J|]$iJ^m^* bT d tifim^tlX^ D (WO97/'29079)^ K^^g 
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commit tifix'^ ?>o ipt>s ^^js ^y-'^jpm. mmm. mm. i^v^^y 
mtnifcDmnm^mm. mm^m. mm^m. ^Tmmtj^if(D^mm 

5 ^^^xttJis^s mxm. }^mm. mm. %l KitmmmtaifcDm&i^ 

10 mmr^o mm^^ii{.xit. mmmizm^^^n^mrn'M. m^itm-^m 

(DMm<D\,^-rtix'b X <. ^n^itmm^^mxi>t^mM^jiif^^m\^x\,^x% 
j;v^o mxmhLxmm-r^iM'^itm.xmizm}it'''^m^j^mMt\^Xs j^bisi^iu 
x^mt^m^'hmMXitmm<hMh\^xm\^^^o 

20 

:^mm^h^m(Dn^A^t. n^mm. ^#©^4^. r^^. itm. ttsu> fe-sv^ 
miSi^ti^t^. ma-m-^om^. i^m ikg^fei). ibo.oi~io omg. m- 

Sb< 0.0 1-10 mg. S b < « 0 . 1 ~ 1 0 mg. ^pma^^ayM^. 

25 #:a lkg$>fe!3. lH0.00 1~100mg>i?Sb<«0.00 1~ling. J:. ^ 

$fSL<{*o.o 1-1 mg s^-^-r^o ctL:& 1 - 4 brsg-§^-rn«j; 
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Me: Et: nPr: n-T'D t:;i/^ iPr: -i V y° U \f )]/ ^ 

nBu: n-:/^;^^ iBu: V :/5^;Ps sBu: sec->^g^;i/. tBu: tert-::/^;!/ 
Ph: :7;c-;!/^ Ac: T-fef^;!/^ Bn: ^^i^^Jl 
10 DMF: N,N-i?^ ^^P:^;]^^ T ^ THF: T^h^t KD7^> 
Ms: ^ TBDMS: tert-:/5=-;i/ ^ g^-;!/ V )V 



<^M^\ l-004> 



o o 

X A BnNHa 

Me''^r'^OEt 

l^g toluene 

1-004-01 



Na 



OH 

MeO^^sk^Me 



EtOH -toluene O N Me 
Bn 

1.004-04 



•jr y MeOCHgCOCl 

Me^^y^^^OEt Pyridine-EtaO 
Me 
1-004-02 



N o 



Me 



N-N 
Ph 

K2CO3 / DMF 



NPh 



■ XX 

Bn 
1-004-05 



Me^ y "OEt 
Me 
1-004-03 



10% Pd-C/H2 
aq. DMF 



MeO^^j^v^Me 
H 

1-004-06 



NaOMe / nBu-l 
DMF 



MeO^^^-:\^ Me 

X X 

O^N-^Me 
nBu 

1-004-07 



15 



Py.HCl 



N Me 

nBu 

1-004-08 



NaH/DMF 



1-004 



nBu 
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a) J^5^;i/ 3-^> i^;!/^ ^ y -2-p< D h h (1-004-02)0 fig 

2- ^5=-;VT-fehT-fe<57— b (1-004-01) (115. 34g)^ ^ > ;v T 5. > 

(85.73g). hji^:r.y(i.6L)(Dmm^.mmm,mfp. smm^mmk 

.^=fTofem> ^Vy^l/TS. >(12.86g)^ilSa bMtM^IC^tf ofco 6 Bt^fi:. ^0 

5 ^ ^^JE^W^^TV^^ 600ml §^*^s MBE^*b^g^;v 3--^ > i^;VT 5 ^ - 

2-^ n h ^— h (l-004-02)(195.66g)&#feo 

NMR (300 MHz, CDCls): 5 1.28(t, J = 7. 2 Hz, 3H), 1.80 (s, 3H), 1.93 (s, 3H), 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) JV"-^>$^;V^ h ^S/T-b^ ^ ]^-2-><^;Vi7 □ h^— h (1-004-03)©-^ 

3- ^>V')l'TS.y'-2-?i^)V^aV±—h (1-004-02) (97.83g)^J^ — 7^ 

;v(2L)i^v§o mmm^m^. ^^^mnT. t° u i^>(35.6mi)^ja^v^tbfems 

5~6°CT-^ h dri:/T-fe5^;i/^' n U K(40.2ml)©^ — 45 ^"e^iT 

15 bfco 30 mWimn^n-ot^o 2 mm^. s.fit:>^m^m^^7ka.5Wiz 

t±AL. ^-7^;i/-e 2 7jc^5fc(iL)i «W7j<?§?t-e?ife?tbfco Jftmtt 

ii7 AT-|g;^^s Mffi©*b> i-^>i;';i/^ h T -fe ^ 

F-2-^5^;i/^0 h:^-— h (1-004-03) (111.47g, 91. 3%)§?ft>K^-e^#feo 
^H NMR (300 MHz, CDCI3): 6 1.21 (t, J = 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s, 3H), 3.97 (d, J'=14.7 Hz, IH), 3.98 (q, ^" = 7.2 Hz, 2H), 4.12 (d, J = 
14.7 Hz, IH), 4.31 (d, J =14.4 Hz, IH), 4.95 (d, J= 14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) l-^>i^JV 5,6-i?p< 5^;i/-4-h KD;r^i^-3-p{ h^-> 2-t°'; h' > (1-004-04)® 

25 mmM-Mf^^ h ;i/^>(1.39l):S.t>"^^ ^ — ;t'(2.O8ml)0?§ttPf' b u 

A)^ (7.98g)*iiDx.Atu^ 140'C^fi^stf -e«#5l«feTs :i^5^;i' (!--<> i^;i/)-^ h 

^iyT-^z^f ^ F-2-^ n h (1-004-03) (105.93g)® b ;i/ > (340inl) 
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ofeo2B$^#.WffitJ*5mb 73.16g ^t#fco#e.nfe 73.16g 

13 ^ n a 4^ ;i/ A (500ml) t * (SOOml) ^m^. 65°C7km±'^1lQUmmi^Mho:5i-m. 

Al:^mn. MiEEW* UT 54.95g ^fffeo m ^ tlfz 54.95g izmm^9- )U ^ 

:^7^;i/(50mi):?at>*ai— 7^;^(50ml)^!^^b^ i-^vs;';!/ 5,6-y ^ ^;i/-4-b K n:;r 

^iy-3-p< h^iy K> (1-004-04) (53.95g, 60.0%)^ Jtfe^^ i: b Tf# o 

14;;^ 212°Co 

10 iH NMR (300 MHz, CDCI3): 6 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 
s, 2H), 6.41 (br s, IH), 7.11-7.33 (m, 5H). 

d) i-^> 5,6-i>p< 5^;y-3-^ h^-y 4-o-(i-:7 3^-)\,.iif.y^ h -5 v U ;i/)-2-i:f u 

b* > (l-004-05)CD^^ 

jv 5,6- ^ 5^ ;i/ -4- 1 1^ n dp >> .3. ^ b s./ 2- if 'J K > (1-004- 

15 04)(25.93g):Srf 5- ^ a a -1-y - J]y -lU -y^ h 'J — (21.67g)MiZ ^Mi^J V ^ 
A (27.64g)t^*M,:»Sl^'^ DMF(300ml)^APxM® b^Sil^f^^T-^feo 4.5 

S^S^i^#i*?Jc7jc(iL)i4i tax bi^^ni5=-;i/(500mi)-e 3 niJAm^s 7km 
(500ml)2 m^Tofcf^. M^v^'-^-^sy "i? A-t-|£M^^ MJ±^*bfeo ft 6ti;fe^iS 

(42.4g)^7-i2 h >(3ooxxxi)i,ziQumM\^WLmmB^^^ 7^;v(3oomi)^ip^^/f m 

20 bfe?^^^Jtmb, l-^>i^)V 5,6-5^^ 5^;i'-3-^ b =3^$/ 4-0-(l-:7 :r - ;i/-l/r-5^ b 
^ 'J V )V)-2-}f V H~ > (1-004-05) (29.87g, 74.0%, 1*;^ 178°C)^f#fc o XMtt* 
U A<^D V h(150g, CHCl3)^ltM^^TV^^MC 1-004-05 (4. 3g, 10.7%) 

NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) h 2-\^ V h' y (1-004-06) (D-^m 

l-^yy)V 5,6-S;'p< 5^;V-3-^ V^y 4-0-(l-7 3l::i)V-1H-9- h U )\y)-2-\f. U 
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h* y (1-004-05) (27.15g)© DMF(272ml)?§t-^C 10% ^'^ 5 AM*(5.43g)©7k 
(27ml) mmWL^1iS\^\^n. 5kg / cm^liPET. ^Mt! ffi JEMtB S =ff ^ o ^.^-^ 
10% Z-?^ AM^(2.72g)*jeiJP bfeo 48 B^P^^s MU^-^^^ h±triiSb 
^ y — ;i/^^LIliJE©5febfeo ^f?) tLfeaS^-7k(160ml)^iDx.^ 85°C7jc?&±T- 

5 mm\^^m<m^m^hm7i^-^^w\y{i^mm. 8.77g) MjEw*b> #e.nfeaa 

(11.55g)t:: T-b b >(110ml)^S^^^^a^ft#ft^ ^e^5fe^i*mb. 1-004-06 
(8.23g, 79.8%, 215-9°C)?fet#feo3Z.jt?t>b> 5) l^l^0^a^^TV^.M^- 1-004-06 

(0.31g, 3.0%)^#feo 

m NMR (300 MHz, CDCI3): 8 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 s, 2H), 7.15-7.84 (m, lOH). 

f) l->^5=-;V 5,6-i^P< 5=-;V-3-p< h^iy2-\fV > (1-004-07) 

5,6-i^ ^;i/-3-p< V^iy 2-tf U r> (1-004-06) (306mg):^ tF7klg{l:i * U "j? A 

(i57mg) izix-y''^ y — ;i/ (ismi) Lm.mM,m^ s i-3~ ^-^ > 
(o.44mi)sin^s ss'c^mfp-^iQmmw^n-oko 24 ^^^s Rmm'^m^m& 

15 aiS^WK^^;i/^7j<{r^gff 2 mt^mn. 7Km 1 v^. 

^^v^^i>'>>.A-e|g;^^s Mffi^*bfeo (330mg)<&>> U ^'^f;!/ 

*9 A^n X' h(D— — A B, h >(3:1)):&^TV^^ i-:^^^;^ 5,6- 

P^^J\y-3-pi h^ty 2'\^V F> (1-004-07) (124mg, 29.6%)*f#feo 

NMR (300 MHz, CDCI3): 8 0.96 (t, J = 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 

20 1.60-1.70 (m, 2H), 2.09 (s, 3H), 2.26 (s, 3H), 3.78 (s, 3H), 4.08 (t, J" =7.8 Hz, 
2H), 6.44 (s, IH). 

g) ^^J\/-3-J\^ FD^SX2-lf U K> (1-004-08) 0-&J5g 
l-y^J]/ 5,6-i^p< 5^;i/-3-;>< h^Sy 2-1^ V h' >(l-004-07)(124mg){:: l^y S^::^ 

A<^ D i; F(293mg):&*D^^ Mm^mf^s 200°C ?^ IS ffi & fr o o 30 

25 SjSrM'&tJicaz — 7^;v:&t/7X*in^?M bx. — 5^;V-?:- 2 mfStHbTk^ 1 ID 

ff v^. ^^■^^5^^>s:^'i7At?|gj^^Mffi®Sbfeo i.:/^;i/ 5,6-s^.?< 5^;^-3-/^-Y K 

2-t: V K > (1-004-08) (94mg, 81%, ffi^j^ 112-116''C)^#feo 
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NMR (300 MHz, CDClg): 6 0.98 (t, J = 7.2 hz, 3H), 1.37-1.50 (m, 2H), 
1.61-1.72 (m, 2H), 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, J' = 7.8 Hz, 2H), 6.66 (br s, 
2H). 

h) z-{f<y^)-^^'^^J—}\/ 2-^ ;i/;4-drS/)-i-:/5^;v-5,6-i^p< 5^;i/-ijy-if U v^^-^- 

5 (1-004) CD-^fig 

1-015 J: mitt fro fc (66.7%, ib;^ 106-8°C) o 

•mmm i-ooi~^5s<^j i-oos i-oos {i. 1-004 tm^ti^-^ggb 

10 <|IJE^J 1-013 > 



ONa 




1-013-11 1-013-12 



nBu 
1-013 

a) 2-p< ^ )\y -Z-^ -^V --Z^ i> ^ — )\^ • ^ h U "^7 Ati (1-013-01)0 fig 
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(920ml) *SP;?.#f5bs ?Jc^^»#Tn 2-^^ y >(51.2g)il3i5^;i/:;j^;V><— h (57.2g) 

5 (1-013-01) (60.66g, 70%)^f#feo 

NMR (300 MHz, CDCI3): 6 1.62 (s, 3H), 2.13 (s, 3H), 8.99 (s, IH). 

b) S-S^T^ -5,6-iy^ 5^;i/-2-l^ U F> (1-0 13-02)0 -^JSg 

2- ^ 5^ -3- =^ y - :^ — ;i' • :^ h V ^ J^m. (1-013-01) (34.73g) ^ 
(546ml) ^;!j0^s 2-^>Ty T^^ ^ K (23.91g)* ;!jti X A tl^ ^i/^T 1.76 b°-^ 

10 U S^::i'j7 AT -fe^— h (119.4ml) ^ in 127*C 1? fx o o 21 ^ 

s^&^tt;ii^^(42.7mi)^F^M es'co^iz^j^ b-roiin^xn(i5 ^), 

S^#^^TV^.l*)^a24°CC^o-t;5^6tftBbfc|g^^^IS^b7Jc^b^3-iyTy-5,6- 
^;i/-2-tf U h* > (1-013-02) (27.76g, 65.9%, Hjj^ 258-263°C)^ ?# o 
NMR (300 MHz, DMSO): 8 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s, IH), 12.45 (br 
15 s, IH). 

c) S.e-i;';^ 5=-;V-2-tr U h*> (l-013-03)(D-&fig 

3- i>Ty -5,6-5^^ 9^;i^-2-lf U b' > (1-013-02) (12.0g)l::7j<(293ml)SJ[I 

b. Ylt^Bt (293ml) ^ in 135°Cvfi?gi4i-eMJf 7l^?SS=fTofeo 3 Sffett^ 
?^*P bi^JEg* bfeo ^ffi(24.75g)f3i^ D □ 4^;i/A(300ml)h^ ^ — ;)/(15ml)^ 
20 65°C7j<?&±-eiDigb^?§t>^55febfeo Sfc^^gt;^^' D D4^;i/A(200ml) 

^ y -;i/(i0ml)-^-|^;fi{3MS b;feo ?§rtg|3^^f?f bMffi^* bfeo m^tifc: 

a^(13.26g)tC^ ^ y — ;t'(150ml)^jDX> U A (10g)<& JP ;t ^ 30 

mnWis 6* bMJEW* bfco e> nfe^^(l4.7g)C<> n n a 

(200ml)SJD^^ WV^mm^ ^^VmB'^^l^X 5,6-iy^5^;P-2-h-U K> (1- 
25 013-03) (9.41g, 94.3%, 202-207°C)^#/fe o 

NMR (300 MHz, CDCI3): 8 2.05 (s, 3H), 2.31 (s, 3H), 6.38 (d, J" =9.0 Hz, 
IH), 7.26 (d, J" = 9.0 Hz, IH), 13.17 (br s, IH). 
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d) 5^;i/-3-::^ > n-2-lf U H > (1-013-04)® -^fig 

5,6-S^^5^;i'-2-l:fU K> (1-013-08) (3. 695g){:::?Jc^^T^ «^^(38ml)*in^^ 

5 5,6- ^ 5^ ;i/ -3- h D -2- tf ij H> (1-013-04) (3.102g, 61.5%, M 251- 
257(dec))^f#feo 7jcjl^<5' D n7j^;VA 5 matB V <5^'^s J/ r> A ^'M 

b^/ftH M{3 271mg(5.4%)^f#feo 

^H-NMR (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s, IH), 12.79 (br s, 
IH). 

10 e)2-^nU-5,6-i^;>i^Jl^-S-~hU-}:fVi^> (l-O13-O5)0-^J5j6 

6,6-S^>< 9^;i/-3-— h n-2-l^ V F > (1-013-04) (841mg):St>'3£:S'fb^P(1.25g)^ 

mmM^^Pf's 140°C?E&^gi43-trj]n^il#^ff ofco 35 SJSM^^^ ^ ^X^^ b . 

^K7ic(=|='fc?±Ab^> p P5j^;i/A-e 2 mam b. 7jc^ 1 (H^. ISfa«W7Jctr^5fc#b^ 

sit^m^i}u^.mm^v^->ryA-^nmWismm^^vmm^mm(D 2-^^ n n-5,6- 

15 i^;>< ^;i/-3-::=. h n -bf U > (1-013-05) (842mg, 90.2%)^f#fco 

NMR (300 MHz, CDCI3): 6 2.38 (s, 3H), 2.58 (s, 3H), 8.01 (s, IH). 

f) ^^)V-2-^ V^iy 3-— h D-tr U (l-013-06)CD-^fi| 

28% i-hV^2^;^ h^iy ]^ (1.11ml) t^-^ J —JP (5. 5m)^lz mm Mm 
UWT^ 2-^7 p D.5,6-i?^5^;i/-3-— b D-f U (1-013-05) (837mg)©^ ^ y 

20 -;\y(6.6ml)mm^ 5^-C"?iTb 50°C^fi^&i4i-C- 7 ^^JPi?^m#&ff o feoS^Sr^fc 
az — 7^ 50^7^113 (^tiA bs Ji — 2 HllfifcBf^s tK^^ 1 0ff V^M^ V 77-;t- i> 
"^7 A-t;-^^bMffi®*b;ri^>S^fe^^0 5,6-i^^ 5^;i'-2-^ h dr-> 3--hD-lf 
Vi^y (1-013-06) (675mg, 82.6%, Mlfej^ 71-73°C)^^#feo 

^H NMR (300 MHz, CDCI3): 6 2.28 (s, 3H), 2.48 (s, 3H), 4.08 (s, 3H), 8.07 (s, 
25 IH). 

g) 3-T ^ y -5,6-i^^ 5^;i/-2-^ h^1^}^V i^y (l-013-07)cD-&fig 

5,6-^ ?i ^)]/-2-?^ Y ^y 3-r: h n -t:° U > (1-013-06) (2. 56g)^ 5=- b ^ t; K 
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n :7 ^ >(41ml){3^M b 5%/'^^i?e7A^*(450mg)O^^57 y — ;i/(41ml) MMm 

^ y p< 5=-;i'-2-^ V^iy^i^Vi^y (I-OI3-O7) (2.096g, 97.9%, ibiM 56- 

5 NMR (300 MHz, CDClg): 8 2.12 (s, 3H), 2.30 (s, 3H), 2.48-3.49 (br s, 2H), 

3.95 (s, 3H), 6.70 (s, IH). 

h) 5,6-$^^ g^;V-3-[[:ii h dp>>(g^;f - ;i/)]5^;t]-2-^ (1- 
013-08) ©-^fig 

S-T ^ y -5,6-S:;'^ 5^;i'-2-^ h^:^t°Ui^> (1-013-07) (1.787g)^ 7j<(3ml) 

10 :^^(3ml){c^^^, ?Jc-T-fe h >^^^(::M Us ^munTs ffiffiK V -^(4.81g) 

®7k(27.1ml)?§?t^|*iM-4 — 5°C-e 45 ^-^?^T^s ^O*^ 20^a#bfeo — 
ai5^;i/dptf-> h^r'v^^b U 'j7A(12.64g)^7jc(17.3ml){::v§g|bs 40°C^B&^&4'-^' 
SP?am#Ts :$fetc:ai® bfei^T^;:::^? Am®^^f*P?t^* 35^T-iP^Xns 
40^Jn^m#^=ff ofeo s^S^g-^^^?&?Jc^^^^ ^ n d7^;i/a 3 matts bM^nsw 

15 7jc 1 Ih]. ?^V^-elSf^:fe^7Jc 1 Wcmk. ?^^V^-^-.i^r> A-t-fg^bMffi'^Sb 
:feo 5!5fe:t-f ;V®^S(12.49g)Si^ U ti^JVti'^ 2^^U-^ h(300g, hJV:i^>-^^ 
1f>(2:3))*ff 5,6-i^"p< 5^;U-3-[[3i h :3pi/(5=-:2l-:t?;i/^"-;i.)]9^3h]-2-;>< h^i^ 

tf (1-018-08) (6.28ig, 36%)^5!5fe?t{*i: bTWfeo ^^-^m^ntc 

20 NMR (300 MHz, CDCI3): 8 1.45 (t, J = 7.2 Hz , 3H), 2.18 (s, 3H), 2.39 (s, 

3H), 3.98 is, 3H), 4.70 (q, J" = 7.2 Hz, 2H), 7.47 (s, IH). 

^H NMR (300 MHz, CDCI3): 6 1.33 (t, J = 1.1 Hz , 3H), 2.21 (s, 3H), 2.44 (s, 
3H), 3.94 (s, 3H), 4.60 (q, J" = 7.2 Hz, 2H), 7.43 (s, IH). 

i) (5,6-i^^ 5^;v-2-^ h bf y i^>-3--f ;i/)i^x;v7 ^ F (i-oi3-09)©^fig 

25 5,6-i^^5^;i/-3-[[ai h^i>(5^;r:=!3;P4^"::^;b)]5^:t]-2-^ h^^y U (1-013- 

08) (6.275g)& j:-^?' y -;i'(200ml){3^||bM^^m4', ^SM^Ts IN Tk^-fb 

:^ b U >i7 A(67ml)^ — BtfcSP^An^ -B^tg^^fTofco 15 BtP^^. tfm^&5 
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Slb7j<^5feb(543mg)&f#feo 5N i^mykmWi^iU ^ pH 3 h LMffiW* 

L(2.00g)^#feo 

MVMTs _h-e=f#e>tLfe 2.00g ^ 543mg ^£ L ^ 5^ ;U ;^ 7 ;t ^ 1f -f K 

rM^t/C^^M#-^b^ 7jc(ioomi)&JDxAtis 30 ^^*^^^#f^^ WiiiLfe^e 

^^Jl L-T(5,6-i^;'< ^;i'-2-p< h ^ iy \^ V > -3-^ )V y ^ (1-013-09) 

(2.23g, 54.4%)§#feo 

NMR (300 MHz, CDCI3): 6 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 

10 IH). 

J) (5,6-i^^ 5^;i/-2-t^ >j \^ )vy:^x)]yy 4 F (1-013-10) ©-^sg 

(5,6-i:^^ 5=-;P-2-p< b J/ tf U >-3--f y' (1-013-09) (2.225g)tz: 

tf u i^-e? A<> n u F(7.69g)^in^^ ^m^mf, i60°c^*^gci3-r»Sp^SI#bfe„ 
40 ^^B?g^#>5&^^^lJ^^ 7k(ioomi)<£in^^^aM#b535ib7jc?^uiie3^ 

15 5fe0(5,6-i^^ 5=-;i/-2-tf i; K >-3-'l' ;i/)i^;^;i' V' F (l-OlS-lO) (1.736g, 85.1%) 

fitlt;(41mg, 2.0%)&?#feo 

NMR (300 MHz, CDCI3): 6 1.95 (s, 3H), 2.13 (s, 3H), 7.42 (s, IH), 11.89 (br 
20 s, IH). 

k)(l-y^J]y ^9-)\^-2-'^V F > -3--f ;V)i^ ;V ^ K (1-013-11)© -^SK 

(5,6- ^ ^ )]/ -2- t: U Y > -3--( X ;V y F (1-013-10) (31mg) ^ 

DMF(lml)J:M«bs 1-3— >(78mg)i^V^-C;^ii* U •> A (42mg) ^ in ;t M 

^m^^pt^s 3 BP^^rUiif^t^^tTofeo S^SrM-&;^{c:P^:c5^;i/^Jnx7X'1='CYiXb^ 

25 2 tr^^ i mn\^^m.m.^^^i^^2x-^^mn. mjew^u 

(39mg, 92.9%)^W:feo i^. CI T'lf fe'fb'&iiJ}* N M R J: D 20%® 1-7*5^ 
(l-013-ll)S^tJo 

95 



wo 02/053543 



PCT/JPOl/11427 



1) 1-7'5^;V 5,6-^^^^;V-3-^;i/*r h-2-bf U K> (1-013-12)® -^fig 

^^}\y-2-\f V Y y-B-^ K (I-OI3-II) (123mg)^ 

y ^ — ( h;i/J^>-TH2 b >(39:l))§ff V^^ ^^'14© l->^^;^ 5^;i/-3-^ ;i/ 

:?b :r b -2-t: u F> (1-013-12) (iimg, 8.9%)^^ifeo 

NMR (300 MHz, CDCI3): 6 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 
10 1.62-1.72 (m, 2H), 2.11 (s, 3H), 2.32 (s, 3H), 4.20 (t, J =7.8 Hz, 2H), 7.68 (s, 
IH). 

m) N-l-y^JV5,6-i^?i-^Jl-3-(^yX:t^V-V' — )U2--i)l)^:t-2-i:^V]^> (1- 
013) 

^(DmMM 1-015 tmmi^^^^s l-y^)l 5,6-i?p<5^;i/-3-^;i/*7° h-2-l:f U K 
15 >(llmg)*^e5^ ^^tt® 1-013 (4.5mg, 26. 5%)§t#feo 

mMm 1-013 tmmts^^mzj^ 10 s mMm 1-012 'b^mi^tco 



<MMm i-oi4> 



ll NaOMe || 1 



N Me Cl-^^^N Me MeO Me 

1-014-01 1-014-02 1-014-03 



Py-HCI ^""y^ , ^""T^ NaH /nBul " "^"""^T^ 

HO-^N^Me O-^N^Me DMF O^N-^Me 

^ n-Bu 



1-014-04 

1-014 

20 a) 2-^ n D-3-/N^ n 6-^ tf U > (1-014-02) ©^gg 

5-/\^ h^P^S/2-^^;H::°U (1-014-01) (27.01g)CM:^^ (200ml)^inx. 
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(1-014-02) (23. 96g, 67.3%)§#feo 

b) 2-p< K D dpiy 6-^ g^;i/tr U (l-014-03)CD-^J5g 
^JRMi^Wf- 2-^ UXn.3-J\^ KD^i> 6-^ 9=-;H::^ U > (1-014-02) (22.91g) 

5 45=fct>* 28%:^ h U Ap< h :3ri> K-^ ^ y — (120ml) ^JD ^ ISO'CfcT 3 

Hr^MJfSUfeo M:/iSrt{-^Jc7ic (ioomi)§iJD^i^^icTPf in L-csjSt^^-r^T^ 

h ^^>-3-/^'f K ndri' 6-^5=-;i/tr >; (1-014-03) (10.44 g. 48. l%)^f#feo ^ 

< tf7 >{d;SK. mm^X'^iit^^n-pfco 

10 ^H-NMR (300MHz, CDCI3): 5 2.35 (s,3H), 3.97 (s,3H), 6.60 (d, J= 7.8Hz, IH), 
6.98 (d, J= 7.8Hz, IH). 

c) 2,3-i>VN'i' K ndri/ 6->< f";]/ t° U (1-014-04) ©-^sic 

2-^hdri^ 3-/\4 Kndpi/ 6-^ ij (1-014-03) 

(10.43g) I3tf U i^>mm^43.3g^^P^^Mm^^T 160°CT' 1^^^ 5>C 170°C 

15 -e 20 ^jp^^^S b:feo H2O (50mi)^So;t 5%p< ^ y — 

D liJcefe®^*^f#feo il® 2^3-i;'^^-^ h* D 6-?f.^;VKV (1-014-04) 

d) i-:/5^;i^ 3-:/5^;p-6-^ g=-;i'-2-tf u F > (i-oi4-05) ©-grfife 

20 flM© 2,3-i^>'N'f K □^i' 6-^ U (1-014-04) (16. 04g)^?g^ DMF 

(70ml) blSlf:^-e 60%7J<^'^b:^ b U A (10.25g)4 /J^a-f o Jp ^M^T^ 

Mt^T 30 ^MJ#S^S$-^feo O^C 1-3— h' > (29.1 ml)-DMF (30ml) j; D 

^;i/-6-p^ 5^;i/-2-t° U F> (1-014) (8.915g) §t#fco (IR^ 50.1% 2 Xfl) 
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^H-NMR (300MHz, CDCI3): 5 0.96 (t, J = 7.5 Hz, 6H), 1.43 (m,4H), 1.67 
(m,2H), 1.82 (m,2H), 2.31 (s,3H), 3.88 (t, 6.6 Hz, 2H), 4.01 (t, 7.8 Hz, 
2H), 5.87 (d, c/= 7.8 Hz, lH),6.52(d, J'= 7.8 Hz, IH). 



<%Mm 1-015> 



n-BuNHg^ Me0CH=C(CO2Me)2 jl J LiBH4-CeC[3 iL J 

toluene L J diglyme ^ 'i*^ THF ^ ^„ 

1-015-01 1-015-02 1-015-03 

OHC^^^;?-^^^ I) m-CPBA / NaH2P04 HO.^^;^v^^ 
T I J 1 I J 



DMSO / (COCI)2 



ElaN/CHgClg O N ^ iO NaOH aq. / EtOH " 

n-Bu n-Bu 
1-015-04 1-015-05 

NaH/DMF 0**^N''^-^ 

n-Bu 
1-015 

a) n^dri/ U ^ > (l-015-01)(D-^fife 
i/^D^^ityV (10.36 ml, 0.1 mol)lC. \-y^^)\/TXly (9.88 ml, 0.1 mol) 

}^ h;i/ai> (l5ml)^Aa^^ ^l^dpi^ — i^ — :7'4A ^ Atlfe 7=- V — > ;^ — ^ M 

li ^S^MjE^ig(64°C, 2 mmHg)bTs ^ n i; ^.-j^ ^ 

(1-015-01) (12.8 g, 84%)?&^fe?fi^^i^Mi: bXttfeo 

NMR (300 MHz, CDCI3): 8 0.93 (t, J= 7.5 Hz, 3H), 1.35 (sextet, J= 7.5 Hz, 
2H), 1.58 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
15 J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l-:^^;i/-2-:^=3rV -1,2,5,6,7,8-^ b' D--f V^^ U > -3-* ;i/ jJ^ >® ^ ^ 
;i/ 31 7=- ;p (1-015-02)© -^JS)^ 

□^=SrS> U ^^'V-T ^ > (1-015-01) (12.8g, 83.6 mmol) ^ i^' ^ -f 
A (75 ml){3^^b 120°C fZjn^bfeo CI ® ^ b ^ 9^ 1^ > V n V^S-? 

20 (14 g, 80.4 mmol)CDi?i''^ Ait?t (75 ml) ^ 1 H# :i)=> it T b ^ 6 
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tcmW^i^V:tjd-'jiy^ u-r h^^y ^ — (N;i/:i^>/iP^^^;i/){::T«M Us i-:f 
5^ ;i/-2-7r^v -1,2,5,6,7,8-^:^ tf-t K n--r v=^y U > -3-ij ^ J]y ^ :^ 

y^)V (1-015-02) (15 g, 71%)§ Hfi^ffi il bTftfeo 

5 NMR (300 MHz, CDClg): 8 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 

2H), 1.63-1.78 (m, 4H), 1.87 (quint, J= 6.0 Hz, 2H), 2.57 (t, J= 6.0 Hz, 2H), 
2.73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 

c) i->^^;v-3-t K D^i>^ 5^;i/-5,6,7,8-5^ b ^ b F n-iiy-^y ij >-2-:^> (1- 

015-03)CD-&J5g 

10 i-:rg^;v-2-:^^ V -1,2,5,6,7,8-^=3^1?- ti n-r v^y U JV^fsyM^ 

(1-015-02) (130 mg, 0.5 mmol)^ THF (12 ml){C^^ bs CeCl3-7H20 
(372.6 mg, 1 mmol)t.7kMityt^'yMV 9-"^ A (21.8 mg, 1 mmol) ^ > ^ST' 
20^ii#bfeo (IN, 20 ml)<&}!ja^i^^^5^;i/ (40ml)-C'ttm^s 

taWr^^Tk (30 ml)T*^5fe#^ M7j<SiEmv^;f^iy>j7 A-e|g!^bMEE?ilgb:feo CI® 

5^;i/-3-t KD^i'^ g=-;U-5,6,7,8--5^ h ^ t H n-l^-:Sry 'J y-2-7t> (l-015-03) 

(80 mg, esyo)^^-^^'^^^. t {yXmtco 

^H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
20 2H), 1.65 (quint, J= 7.5 Hz, 2H), 1.71 (quint, J= 6.0 Hz, 2H), 1.85 (quint, J = 
6.0 Hz, 2H), 2.52 (t, J= 6.0 Hz, 2H), 2.68 (t, J= 6.0 Hz, 2H), 4.00 (t, J= 7.8 Hz, 
2H), 4.53 (s, 2H), 7.02 (s, IH). 

d) l-:^5^;i/-2-;r=¥ V -1,2,5,6,7,8-^ K D-^y U > -3-:^ T H K 
(1-015-04)0^5)4 

25 DMSO(0.54ml, 7.64mmol)^m'fb^5^b> (27 ml)l:: b -78°C Id ^^SP b o 
^ O mW. IZ:^^W U V F (0.4 ml, 4.58 mmol) t 1- ;i/ -3- 1 F D i> ^ 
5^ -5,6,7,8-7^ h 5 tl YU-lH-^y U >-2-:2}-> (1-015-03) (0.9 g, 3.82 mmol)© 
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m.'lh ^ ]y y (20 ml)*{ICDjli#fc?itTb. ^ loi^lh V ^z^jvr 5. > (1.33 

ml, 9.55 mmol)§ia;t. -78°C 5 b fe^s izMU^^UhTz o ^^T* 

$ e> 20 S*£;rtfc#m^ (IN, 50 ml)%iP^it^:ii5^;i/ (200 ml) 

x-mm^^s mmmm7km± h V ^ j^Tkmm (somix igia^*g7jc (somD-^^jfe^, 

h^^y-i— ih )V:r.y/mm^^J)y)i::.xmU\^. 1-^5^ ;i/-2-:t^v-i,2,5, 6,7,8- 
^^if b FD-dpy y >-3-:*f;i/4^"T;i^7='b K (i-oi5-04) (0.5 g, 56%):£^Mfe?S 

NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (s, IH), 10.34 (s, IH). 

e) 1- :7' 5^ ;i/ -3-t K n -5,6,7,8-7^ h 9 b K O-liy-^y U >-2-:t > (1-015-05) 

15 l-:/5^;i/-2-:^^V-l,2,5,6,7,8-^^itt K n-:3ry' U >-3-*;i/4t7';i/^' t K (1- 
015-04) (160 mg, 0.69 mmol)&^'fb^ 5^ > (10 ml)fc^^bs NaH2P04«H20 
(190 mg, 1.38 mmol)t ^ ^ ^ U um^M^mB. (237 mg, 1.38 mmol)?feSP^s' 

X 30 ^mi^Ltco ^^fertfc 5%^:tmmi- h V ^I^7kmM (20 mI)^1]Ux.mm^ 

(50ml)■^^stH^^ mmm^yKMi- h V ^2^7Km^^ (20ml)^ mm'&m.yk (20 
20 m.i)xm^. m7Kmm-^i^^->^ j^xnmi^mmmmLt^o as^j^^^-;^ (5 

ml)(3^^^b^ 7J<^'fh:^ b U A7jC^g?^ (2M, 0.35 ml, 0.7 mmol)&jD ^ ^ ^UX 
30^mni^koKJit^m^^^i^M (0.2N, 7 mi) <&JPX. 1^1^:11 (25ml)-effttB^s 

Mfn:fe^7jc (10 mi)xmB. MTkmrn-^i^^ty^ Ax^mi^mmmmi^tco 

nr^mm^i^ V -J:} u-^ h i^'^ y ^ — (h )\y:^>mm.:^^)\y)izxmm\^. 1- 

25 ;i/-3-bl K □ ^5^-5,6,7,8-7" h 9 b h* n-l^-^y U >-2-^> (1-015-05) (82 

mg, 54%)^m^^BBhLVXnrzo 

^H NMR (300 MHz, CDCI3): S 0.97 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J= 7.5 Hz, 

100 



wo 02/053543 



PCT/JPOl/11427 



2H), 1.60-1.74 (m, 4H), 1.83 (quint, J= 6.0 Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 2H), 6.57 (s, IH). 

f) 3-(^> V" — ;i/ 2--f ;i/;r^S^)l-:7' 5^ ;i/-5, 6,7,8-5^ h ^ b K D-i^-dpy 

U>-2-:t> (l-015)©^J5g 
5 l->^5^;i/-3-t K n ^$>'-5,6,7,8-5^ h ^ t: n-l^-3py )J >.2-:t> (1-015-05) 
(10 mg, 0.045 mmol)§ DMF (1 nll)^C^PU^ 7J<^'^b:^ h U >> A (60% oil 
suspension, 2.7 mg, 0.068 mmol)$;!jD^MM-e 5 t <M#bfeo CIO^Mfc 
2-^5^ D D^> V^;r^i^-\^— (7.7^1, 0.068 mmol)§j0;t^^-e 20 ^iiW^, SJfe 
mZ-^Wm. (IN, 3 ml)^JP^i^M:i^5=-;i' (8 ml)-efflfcB^. iaW:fetg7j< (4 ml)l! 

^Dx'h^v^^- (N;vj^>/i^^:ii5^;b){3-c?lt^ 3-(^>v^:^^-y-y— ;p 

2-'l' ;V:^^i>')l- ^'^ 5^ ;V -5,6,7,8-5^ b ^ bl H n -l^-:3ey i; >.2.;r > (1-015) (12 
mg, 79%)^^|tfe»*ai b-C#feo 

iH NMR (300 MHz, CDCI3): 8 0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, J= 7.5 Hz, 
15 2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.58 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, J"= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

20 <%Mm 1-017> 




Br 



a) l-(2-7*n^ 37 3i^s5^;V)-3-^ h:^i'2-tfU K> (1-017-01)®-^^ 
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2-034-02 il mW. IZLX "^JSS b (44%)o 

NMR (300 MHz, CDCI3): 5 3.22 (t, J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 5.96. (t, J= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.55 (d, J 
= 7.6 Hz, IH). 

5 b) i-(2->^D^:7 5^;i/)-3-t K ndpix.2.t: u h' > (i-o 17-02) fig 

1-004-08 in bT^fig bfe (100%)o 

^H NMR (300 MHz, CDCI3): 8 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3, 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

10 c) 3-(^>y:t^it\/— ;^ 2--r ;i/:^^s>)-i-(2-:/n^>' rc^^5^;^)-3-t F Dde>>- 

2-\^ U F > (l-017)(D-&fig 

1-015 i:|n]:|tt bT'&SS; bfe (70%)o 



<mmm 1-018> 



15 




a) 3-^ h ^S:^ 6,7-i^ t K D tf >J F [2,l,a]^ V ^ 7 U > -4-:^ > (1-018-01)0 ^J|g 

l-(2--7*n ^ :7 3i;t-^5^;V)-3-p< h^iy 2-t°U F> (1-017-01) (100 mg) CD DMF 
(4.0 ml) mm^, Pd(dba) • CHClaOOmg), Et4NCl (54 mg), RV^mm-^ 

VOA (67 mg) ^m^fzo 120 t? 3 Bt^ii# b fe^ , ^^*®*b, ^^(3 

Jf<j7n-7h^''^:7-i' — (h;i/a^>/T-fe h > = l/l) -e»®-r ^ >l i: t J: D 3-^ h 
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Knt'U K[2,l,a]-r U >-4-;r> (1-017-02) (50.6 mg, 69%) 

NMR (300 MHz, CDCI3): 6 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H), 4.34 (t, J= 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H), 
7.64-7.67 (m, IH). 

b) ^-t.YU^^^-Q,l.V\LYn\^^) K[2,l,a]'f Vdpy U >-4-::r > (1-018-02) CD 
fife 

1-004-08 fcH^ {3 Sic bfc (98%)o 

^H NMR (300 MHz, CDCI3): S 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, J= 6.6 Hz, 2H), 
6.71 (d, J= 7.8 Hz, IH), 6.93 (d, J"= 7.8 Hz, IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) 3-(^>\/::r^-t>-^/ — ;i/ 2--f ;i/:t=3ri/)-6,7-J?b n If U F [2,l,a]'f v ^py u > 
-4-:t> (1-018)©-^^ 

1-004 ^l^^lftt LT-^^bfe (47%)o 

<^5£i^J 2-004> 

MeO^^^^Me . IVIeO..^^^^,^^Me ^^^^ HO.,^^j^Me 



^1*^ Lawesson's reagent jT Py.l 

O^N^Me toluene " S^N^Me 



O'^N^^Me toluene S' S^N Me 

nBu nBu 1,3^ 

1-004-07 2-004-01 2-004-02 

NaH /DMF S N Me 

nBu 
. 2-004 

a) l-:r^;ix 5, ^)V-3-y< h^Sy U F > (2-004-01)© 

l-^*'^^-;!/ 5, 6-i?p< g^;V-3-^ h^S^2-lfy K> (I-OO4-O7) (222ing):&t;f n — v 

>K^(502mg)fc h;i/Ji>(8ml)^Jn^!|g^i ^ fr -=> o 7 

nw^. y -;i'(25mi)5&in^ lBtra*^ M£EW* 

bfeo a^(0.80g) ^D— — AB-^i^ 'J P V h(h;i/ai>-T 
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■fe h >(4:l))SfTV^^ 1-7~5^;V 5,6- P ^ ^ JU -3- ^ b ^ 2-^:t-}fV (2- 
004-01) (177mg, 74.1%, WkJ^ lll-112°C)o 

m NMR (300 MHz, CDCI3): 5 1.00 (t, J = 7.2 Hz, 3H), 1.43-1.55 (m, 2H), 
1.70-1.95 (br s, 2H), 2.22 (s, 3H), 2.46 (s, 3H), 3.89 (s, 3H), 4.90 (br s, 2H), 6.54 
5 (s, IH). 

b) iV"-l->*'9^;i/ 5,6-i^^ 5^;i/-3-h D ^S/-2-^;r-lf U K > (2-004-02) 
1-013-10 i:|5l;^{C^Td :i ilfccfc t)s 2-004-01 (170mg);6^ e> l-:/5^;i/ 5,6- J? ^ 

g^;v-3-t F n^>>-2-g^:t-tr U Yy (2-004-02) (iismg, 74.2%, Silii^ 8i-88°C). 

10 iH NMR (300 MHz, CDCI3): 6 1.02 (t, J = 7.2 Hz, 3H), 1.45-1.57 (m, 2H), 
1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (br s, 2H), 6.87 (s, IH), 8.44 
(br s, IH). 

c) 1--^^)}/ ^^)\^-S-0-{^>X:t^Vr^J~)V 2--f ;i/)-2-5=-:r-tf U K > (2- 
004) (D^m 

15 ^M^J 1-004 ^^IH^^dfT^ C ^ {3 J: D ^ 2-004-02 (llSmg)*^ 1-^9^ ;i/ 5,6- 

^ 5^;i'-3-0 -(^>X:t^it V' — ;i/ 2-1' ;i/)-2-5^^- 1° U K > (2-004) (84ing, 45.9%, 
185-187''C)<&f#feo 
m^Mm 2-001~^Ji^J 2-013 {i. ^Jte^J 2-004 i: b o 



20 <^3S^J2-014> 

a) 2-3— F-3-/N-f Kn:^^' 6-^5^;H:f >; (2-014-01) CD-^fig 

HO.^^ I2/KI .HO^^ Mel 



Me Na2C03 I^N^Me I^N+^CHg 

1-014-01 2-014-01 CH, 



PhNHCSNHPh 



ui<i-ui (-ins I 

2-014-02 

NaH/DMF S"^N ^ 



EtsN/CHaCN N Me NaH/DMF S^N Me 

Me 
2-014-03 



Me Me 



2-014 

b^n^^> 2-^5^ ;HfU (1-014-01) (36.11g)}::^^V-y (68.0g) *5 
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bT < ^nn-&(Dmm^ ^M. me^^ 2-3 — f s-^N-f k n e-^ 

U (2-014-01) (34.1g, 43.9%, M}^ 187-190°C)§#fc o 

5 ^H-NMR (300MHz, CDCI3+CD3OD): 6 2.45 (s,3H), 6.45 (d, J= 6.9 Hz, IH), 
7.02 (dd, J= 6.6, 1.5 Hz, IH) 

b) 3->'N-f FD3ri>'2-3— K 1,6-i^^ ^;i'-t! U i?— A 3 — (2-014-02) © 

xm(DM^iZ. 2-3— F S-.'N-^' F n 3r:;y 6-;^ bf U > 835mg :fe J;t53 
10 — h* ^ 4^ > 3ml ^Afls 130°CT" 4 {;i 180°C-e 1 ^^SiiSbfeo 

itmm^m l i.42g © 3-/\^ yu^z^ 2-3— f 1,6-i?^ vp—^ a 3 — 

F (2-014-02)^tf feo 

c) 1, 5^;^-3-7^'f K ndp>> 2-f^;t f y F> (2-014-03) cD'&JSg 

S-ZN'f KU^J^ 2-3— K 1,6-e^ ^ >J "j? A 3 — (2-014-02) 

15 (852mg) ^3 b U 5 > 457mgi5 J:t>"T-!r b - b U ;b lOmlj; D ^S^^r^fc:. 

1, 3-S^:7 517mg ^;&0x. 2B#^jil»Sbfeo Sifc^s xili b i> 

U-^ h(n-^^V>-BM^9-JUiZX^^m)^ff\^^ 279mg© 1, e-i^ ^ ^ ;]^-3-/\ 
-r F n :3ri^ 2-5^3f- U b*> (2-014-03) ^mt'o 

^H NMR (300 MHz, CDClg): S 2.47 (s,3H),4.12 (s,3H), 6.53 (d, J^ = 8.1Hz, IH), 
20 6.95 (d, c7 = 8.1Hz, IH), 8.35 (br s, IH). 

d) S-i^yJit^'^'J—JV 2-'< )V:^^i^)-l,6-i^ >^^)V-lH-\:^^) i^y-2-^:^y (2- 

014) 

1,6-S^^ 5=-;V-3-7N-l' Kn:3r5/ 2-9^^ tfU H> (2-014-03) (157 mg)§ DMF 
(3inl)(C^>?)^b 60%7J<*'^b:^ h U A 52ing §in;tT^^CT 7^MJ;&^-B-feo 
25 C ©S^S^t 2-^ D P'^^ — ;i/ (184mg)^ DMF(0.5ml) fc■C55fe^^3i 

:j^5^;i/t3TliD7gbttfcHb. U n V M::TltMb-r vrn^iy— ;v/i7 
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l,6-i;>y- ^JV-lH-ifV i^>-2-^:t> (2-014) (182 mg, 66.8%, Sll!;^ 245-247°C) 



5 <mmm 2-015s 2-018s 2-026> 

n-BuO.^^;?\ Lawesson's reagent ." "^"^'Y'^jl BBra/CHgCIa J ^''' 

O^N'^Me toluene S N Me S^N-^Me 

n-Bu n-Bu 
1-014 2-026 2-018 

NaH/DMF , S^N Me 

2-014 /,-Bu 

a) 3-^^)\/-6-y<^)V-2-^:t\fV K > (2-026)® 

l-y^9-)V 3-y^jV-2-\f V F> (1-014) (8.91 g)(3|gM h;V^> (200 ml)t?§:;b^ 

UD — v>K^ (19.41 g)^m^m.mM^Tmmhx 3.5 ^p^MjJS^-irfeo sjjb^ 

10 (80ml)^inx.-c^a{::T. 1.5 US^ST^^fe^iS-r -So a^t^ 

3-y5^;i/-6-^ 5^;i/-2-5^;t t° U (2-026) (12.97 g)^#^ Ift^-T ^ CI i: Jfe < 

iH-NMR (800MHz, CDCI3): 6 0.94 (t, J= 7.5Hz, 3H), 0.99 (t, J= 7.5Hz, 3H), 
15 1.46 (m, 4H), 1.87 (m, 4H), 2.50 (s,3H), 3.98 (t, J= 6.9Hz, 2H), 4.75 (brs, 2H), 
6.40 (d, J= 7.8Hz, IH), 7.80 (d, J= 7.8Hz,lH) 

b) i-y^-Ji' 3-7N-r Kndp>> 6-^9^ ;i/ -2-5^ ::ri^U F > (2-018)© ^fiio 

l-y^^)]/ 3-y^)\y-6-^^)\y-2-^:ti^V F> (2-026) (12.97g)^|g^:^'fb^ 5^ 1/ 
> (200 ml)lzmii'V 1 mmol/ml(D~^^h^s^m-M'(h^'^]y>mW. (5.6ml)*f3> 
20 ^ < ^ tm^s mmzX 5 ^^M#SiS^-iJ-feo 150 ml ® 7j< 7jc {3 ?i b 

a^v^-T^J^T pH8-9 D ^4^;^ACT^^m^ mm:^iM.7k{zxm^i^'r )]y 
5. ±(150 g)®:i7^A^3iU^^{;i^an4^;i/A{3-c^tt{L/feo :t 1/ > i^^® ^S^K 
i^hUT l-y^JV S-^N-f Kndpi^ 6-^ 5^;i'-2-5^::r t° 'J K> (2-OI8) (5.439 g, 
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73.4%)^f#/feo 

^H-NMR (300MHz, CDCI3): 6 1.02 (t, «/= 7.8 Hz), 1.50 (m,2H), 1.85 (m,2H), 
2.51 (s,3H), 4.66 (br s,2H), 6.49 (d, J= 7.8 Hz, IH), 6.91 (d, J = 7.8 Hz, 
lH),8.44(brs. IH). 

5 c) 1-^5^ ;i/ 3-(^>X:^^-t?-^/ — ;i/ 2--r >>-6-^ f-;i/-2-5^:r ij F> 

(2-014)®-^^ 

l-y^JV 3-y^-^ Kn^rSy 6-^ 5^;i/-2-5^;t U K> (2-018) (113 mg)^|g^ 
DMF (1.1 miyizmti^Vs ^(D^iZ 60%7jcm'fb± h U A (36 mg)§iP^T^m{3 
T 30^a# b/:o2-^ D O > V :^ dp -it V — ;i/ (112 mg)^Ja;t 2 B#r^ 40 
10 Ufeo S^S^^K7j< (20 ml)i3jP±PM^5^;i'(30 ml)CT 2 HIJfttB ^^JBiAM 

h tTJSMb. ai — DHIg^LT 1-^5^ ;V 3-(^ > ^it V" — ;V 2- 
;V)-:^^S^-6-^ 5^;i/-2-5^;t b° 1; K> (2-014) (117 mg, BS;;^ 125-127.5°C)^ f# 

feo 

15 ^IS^J 2-015~^Ml?!j 2-029 {i. ^^SfO 2-014 SpM U ;fe C: T L o 



Me 




<mMm 2-034> 

0*^N^ DMF S^N"^ toluene S^N^ 

H nBu ,!,BU 

2-034-01 2-034-02 NMsa 2-034-03 

HO un JT 1)Mel/CH2Cl2 

Py.HCI ^f*^ MegN^NMeg^ Til 

S^N EtOH S'^N 3)NaOH/MeOH s^N' 

nBu ^Bu nBu 

2-034-04 2-034-05 2-034-06 

NaH /DMF „„„ ® "l^ 

2-034 l,Bu 

a) i-:7*5^;i'-3-^ h^^y 2-if y k> (2-034-02)® 

20 3-^ V^-> 2(1H)-\^V K> (2-034-01) (5.0 g) O DMF (40 ml) , 

-i^ykmih^ h V ^ 2^ (6o%wt, 2,2 g) ^m^r^o 2o^mwLtc^^, i-a-K^-^ 
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>(i5.5g) ^m^, ^ e> ^3 40 ^a#bfco 7ksipx.sjs§^±bfe^, mm^m 

5 ^figife&pJj^ n-T h^^v^-f — (h;i/n:^>/TH2 h> = 4/1) x^mmiT ^ ^1 h 

t^J: D l-:7'5^;V-3-^ h^i^ \^ > (2-034-02) (6.7 g, 93%) b 

NMR (300 MHz, CDCI3): 6 0.93 (t, J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 
h) l-7^^;V-3->i V V i^ly-2-^^> (2-034-03) (D^^ 

l-y^-JV-S-:^ h^->2-\fV K> (2-034-02) (6.4 g) (DhJl'^y (150 ml) m 

mizu—v >mm (i6.8g) ^m^, m^Mm^tzo smmmwiytcW:, ^uxy- 
(loomi) t:m^, ^ ^iz 30 ^mw\^rzo m&Txmm^m^i^tz^, 

(h;Vai>/T-fe h > = 4/1) xmm-t^^ hlr J: t) l--^^)\/-3-^ h f U >- 

2-^yty (2-034-03) (5.6 g, 80%) ^ ^ft ^t^tlK b T f# o 
20 ^H NMR (300 MHz, CDCI3): 6 0.98 (t, </= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 

1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t, J= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 

6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J"= 6.2, 1.2 Hz, IH). 

c) 1-3/5=- ;V-3-t Y U^i/\f:^) i^y-2-^ir> (2-034-04)©^^ 

l-^^)V-3-y^ h drS> t: U >-2-5^:^ > (2-034-03) (1.4 g) \Z \f. ^) > 
25 (3.6 g) ^jjQ;^feo 190 °C-e 40^^#b;t^, 7jc, :St>'i^^ ^jJD^^M^i 
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^iLtlzXb i-:7"5^;i^-3-t HD^^iy tru i?>-2-^;r> (2-034-04) (i. 02 g, 78%) 

NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H), 1.43 (m, 2H), 1.91 (m, 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6, 6.7 Hz, IH), 6.97 (dd, J= 7.6, 1.2 
5 Hz, IH), 7.34 (dd, J= 6.7, 1.2 Hz, IH), 8.61 (br s, IH). 

d) JV-3-\l }^ 113 ^i^-4-(N,N-i^ ?i ^JVT S. J V y-2-^7ir > (2- 
034-05) CD^Sl 

l-y5^;i/-3-t h-D:3pe^l^ij S;>.2.5^;r> (2-034-04) (1.0 g) © 10%^7j< ^ ^ 
y — ;V (20 ml) mmiZ , N,N,N',N'-^ Y^^^)Vty'r%J?^'^:y (1.70 g) 

10 ^iJO;lfco 75 °C-e 24B#^ii#U&^, afiETT' -5 C ii J; b l-^ 
5^;i/-3-b F n ^iy-4-(JV,JV-i?^ 5 y ^ 5^;i/)1:f U S^>-2-5^:t> (2-034-05) 

(1.3 g, 95%) ^mvimm.}ii.xmt:i. 

^H NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H), 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t, J= 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 

e) l-y5^;i/-3-b K D^>>-4-^ 5^;i/b° U i^>-2-^;t> (2-034-06)©-^^ 

i-:^5^;i/-3-b h* n dp j/.4-(iV;jV-i^p< ^ y ^ 5^;i/)lf y >-2-5^;r > (2- 

034-05) (1.0 g) ®m'fbp<9^V> (20 ml) S^t Iw^MT" 3 — K ^ ^ > (2.1 g) 
in^feo IB^P^ti^bfe^, MffiTt!^§$^S^^bfco (20 ml), 

20 JSi.xiY^)-7 :^=.)\y!i-s:7.y ^ y (1-6 g) &ip^fe„ 75 °C-c 20 ^^tl# bfef^, M 
JETT"S^K<l:^*bfeo '^m.\^ )^ 9 J ~ )\^ (10ml), :St>' 1 ^^^TkM-fb ^ f 

UC^AtR^^ (8 ml) &iP^, 60 °C-e 2B^P^m#bfco MffiTT^^^^^ 

= 4/1) -e)|it^-rS CI ^1 J; D l-:^5^;i/-3-t h-ndps>'.4.^g^;H:f U i^>-2-5^:f > 
25 (2-034-06) (0.57 g, 70%) § ^ft t^t/M ^ b T # o 

^H NMR (300 MHz, CDCI3): 8 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
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7.25 (d, J= 6.7 Hz, IH), 8.67 (s, IH). 

f) 3-(^ > \;^^-tJ- v^ — ;i/ 2--r ;v;^-^s^)-i->^5^;i/-4-^ 'J >-2-5^:t > 

(2-034) (D^m. 

l-y^;\y-3-\:i K D ^i^-4-p< hf U >-2-5^;r > (2-034-06) (50 mg) CD 
DMF (1.0 ml) ^UX'Tkm^hi- h V t> h (60%wt, 15 mg) ^^D^jfeo 20 

^mnhtcim, 2-^ a u^y-J:t^V-'/ — JP (85 mg) ^tiax., ^ ^iZ 75 'CH' 17 

^--f— (h;i/ai>/T-fe h > =4/1) -^mm-t^ CI hlz^t) 3-(^>9:t^V-'/ — )U 
2-^ JU:t^->)-l-y"^}l-4-^^)l^]:^V i^>-2-^^> (2-034) (73 mg, 92%) ^ 



<IISfe^J 2-035> 



O^N-"^ EtOH O N 3)NaOH/MeOH O^N^ 

H " H 

2-034-01 2-035-01 2-035-02 

Lawessson'sreagent^^*^V^'^^"Bul/NaH ^^O^^^^^^^Me HO^^^^Me 



jl HBul/NaH y Y" '^ Py.HCI ^ ^ y 

toluene ^ ^ DMF S'^N""^ S^N^ 

nBu nBu 

^'^^'^ 2-035-04 2-035-05 



NaH/DMF S*^N 



2-035 1 

nBu 

a) 5-(iV;iV-i;p< ^ y ^ ^;V)-3-P< h 2(1//)- 1" U K > (2-035-01)©-^^ 

3-^ h^i>2(l^-t:U F> (2-034-01) (5.0 g) ® 10%^7j<3i y — (150 ml) 
mmz, mux N^,N,N',N'-y^ h pi^JUi^T y ^ ^ > (54 ml) §ilD^, ilD^jS 
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D -v- h y uu ^ J — ;v/7K = 6/4/1) -eWSt" 5 ^ c j: t) 

5-(iSr,JV-J^^ ^ y ^ 5^;i/)-3-;< h^esy 2(li?)-lf'J F> (2-035-01) (4.5 g, 

53%) bTftfeo 

NMR (800 MHz, CDCI3): 8 2.21 (s, 6H), 3.17 (s, 2H), 3.87 (s, 3H), 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b) 3-^ h^i^ 5-^ 5^;i/-2(i^-tfi; Yy (2-035-02)®-^^ 

2-034-06 iliH^Hftt bt^Sfe Lfe (71%)o 

NMR (300 MHz, CDCI3): 8 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz, IH). 
10 c) l-y^)ly-S-y< h^i^ 5-^ 5^;i'-2-lf U H> (2-035-03)© 
2-034-02 h mmiZ L X b (63%)o 

^H NMR (300 MHz, CDCI3): 6 0.94 (t, J= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H), 3.80 (s, 3H), 3.92 (t, J= 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 d) 1-^^)1-3-^ h^-> 5-^^ JVl^V -2-^:^ > (2-035-04)CD^^ 
2-034-03 h iBia b T b & (100%)o 

^H NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.4 Hz, 3H), 1.35-1.48 (m, 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH), 7.21 (s, IH). 

20 e) i-:/5^;i/-3-b FD^5^-5-^9^;i/tf U 5^>-2-g^:;r> (2-035-05)®-^ fig 
2-034-04 hl^^HIt bT-^ fig bfe (76%)o 

iR-NMR (CDCI3, 300 MHz): 8 0.99 (t, J= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m, 2H), 2.19 (d, J= 0.9 Hz, 3H), 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd, J= 1.9, 0.9 Hz, IH), 8.55 (s, IH). 
25 f) 3-(^> V* — ;i/ 2-'f Sy)-l-7°^;i/-5-^ b° U >-2-5^:t > 

(2-035)®-^ fig 

l-^5^;i/-3-b h* n ^i/-5-pi 5^;i/b U >-2-5^;r > (2-035-05) (300 mg) CD 



wo 02/053543 



PCT/JPOl/11427 



DMF (6.0 ml) mW.i^ , MU-^TKM^hi- h V ^ A (60%wt, 79 mg) SiU^feo 20 

'^MnvTz^., 2-^ uu^y9:t^v-'j—jv (432 mg) ^mx., ■^^izm.m.-e 2 

y ~~ (b;i/j^>/T-fe h > =4/1) -eM^-rsc iifc cfc D 3-(^>^/;r^i^V'— ;i/ 

2-^ J^)-l-r5^;i/-4-^ f^;i/tf U 5^ >-2-^;r > (2-035) (372 mg, 78%) 

10 Dlt^bfco 

^SS#|J 2-030~^SE^J 2-037 2-034^ 2-035 Ih]^ td-^gg b fe o 

<^MM 3-003 > 



ONa 

NC^COgEt — - NC-^CONHEt ° X 

3-003.01 3-003-02 O^H/AcOH/DMF O Me 

HO2C 



Q Et 3.003.03 



KOH "^Y^*^^ PyBop/iPraNEt r^=^>r^N-\^=^ 



D'^^N Me BnNHo/DMF " ^n^^^m^ 



Me 



EtOH-HaO O-^^N Me BnNHg/DMF O^^N'^Me 

Et 



3-003 Et 



3-003-04 



a) iV-^5^;i/ iyTJT^i'S.]^ (3-003-02) 

15 T-i2^— h (3-003-01) (11. 3lg)C^^g.M^fT^ 70% jl^)vtk 

> TkSr^ (15.5ml) ^ T U:feo ZOm. [^Uifi 44°C(3±# Lf^COtrs 7jc^^M# U 
15 ^^Sb 32~37°C-^^Tofco ^CD^^ 9 ^^JiJ^t^^. — R^^^aJtSlg b o S 
S]fe^S*MJE^*bfeo #?)nfeli^^^'t4a^(ll.93g)tc:ni — 7^;i/(20ml) 
i: n-^^1t>(lOml)§Sn^^ :t >i?eM^^5^b N-:^^)V J T"^^ X 
20 K (3-003-02) (9. 05g, 80.7%, Mj^ 54-59''C)^fffeo 

NMR (300 MHz, CDCI3): 8 1.20 (t, J" = 7.2 Hz, 3H), 3.31-3.40 (m, 4H), 6.22 
(br s, IH). 
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b) l-a:.^^;)/ S-i^T y -5,6-$^;>< 5^;i/-2-tl° i; > (3-003-03) 
2-^'f-)\y-3-:t^vy^-^~)V h ^) ^ Am. (3.18g)J; N-3L^)]/ i^T^T-fe 

F (3-003-02)(2.243g)^ DMF(20ml)(:ril^i bs ^tS^S#T^ ffm(1.49inl), 
^V^T t:^U i^>(0.40ml)^iD;?.Ans 135°C^ft?&i43-eti3^3l^^fT-:3 feo 5^^ 

(i5mi)r" 3 mw^\^. 3-i/r y ^;v-2-if U ^' > (3-003-03) 

(3.38g, 96%):^^^^^^^ Xy-Cntzo 

NMR (300 MHz, CDCI3): 8 1.33 (t, J = 1 .1 Hz, 3H), 2.13 (s, 3H), 2.43 (s, 
10 3H), 4.19 (q, J = 1.2 Hz, 2H), 7.59 (s, IH). 

c) l-zc^;i/ 3-*;V7rxdp J/.5,6-i^p< 5^;V-2-tf U K> (3-003-04) 

l-a::5^;i/ 3-S>Ty 5^;i/-2-t° U F> (3-003-03) (3. 37g):& 80% ^ y — 

;i/(65mi)fc:^i?bs 7jc^'fb* U "i; A (7.96g)^SP^s M^m^ft". I02°ca^&4i-t? 
mWMm^'^^f^o 24 b7j< (50mi)i:i^m:i^5^;v 

15 (50ml)§JnXs 7X^mJff^s O^Mb7J<j■^7X^^T^ a^It (13ml):&i)nx.A 

t^^ tfm bfe^^^am b^^7KT"^5fe^b^ i-^5^;v 3-*;i/4^^s>'-5,6-s:^^ g^;i'-2- 

U (3-003-04) (2.734g, 73.3%, Ifei^ 164-165''C .)§ M±feiS^ i: bT#feo 

^H NMR (300 MHz, CDCI3): 8 1.38 (t, J = 1 .2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 
3H), 4.28 (q, J- = 7.2 Hz, 2H), 8.28 (s, IH), 14.73 (br s, IH). 

20 d) i-j:.5^;i/-2-::r ^ v-5,6.s:;«^ 5^;v-i,2-->' t K n t: y i;? > 3-:*;;v3i^>^ 

T ^ F (3-003) 

1- 31 5^ ;V Z-iJ J]/ yf^ ^ -5,6- ^ 5^ ;i/ -2- tf U K > (3-003-04) (195mg) S 
DMF(3inl)(::^^ b^ ^> ^ > (0.17ml) ^ V r □ ;i/ ^ 9^ ;i/ T ^ > 

(0.35ml)s ^>^V^T•^>^/ h 1; Ty — ;V 1-^ ;V- h U - If n U ^ X * ^7 a -\ 
25 :3e-y-:7;v;^npJ^^ :7 ai-r h (PyBOP, 624mg)SiD^ Att. mUMn^ly^rco 1^ 

p^m^ sjs;^*i^m:i^5^;vT'^tfxbs jgmTK?^^-?! 2mm^v. m^^xmm7km 
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:g(0.40g)^ y 'ir';!/;^ ^ ^ P Y* h (30g, ^ D D ff V^^ l-a:5^;i/-2- 

v-5,6-s:^^ 5=-;i'-i,2-s^ t K D tr i; > 3-:^;v-r^>m ^>i?;i/T$K (3- 

003)©M^(259nig, 91.1%)§t#s il^b ^ 9^ 1^ >/n-^dpij- > -e:^|g^ M-feth*)^ 
^(207mg, 72.9%, ife;^ 117°C)^#fco 

5 ^jsi^j 3-ooi~^5SM 3-036 (d:s mMm 3-004: t mmiz-^ mi. tco 

<MMm 3-067s 3-068^ 3-069> 




a) 2-t F D dps> - >^ ^ (3-067-02) CD ^Sic 



10 2-t F ndf -Jz-n^^V^ (3-067-01) (50 g) (Dpl.^J—)V (500 ml) ^ 

WL-^mm-M (15ml) . :at;«h;yai> (loomi) ^m^r^o —y::^^ — -!7mm 

15 ^^^^MffiTT-gS-r-SCi i:}:: J; D 2-\^ u ^^>-=i^>m^ ^J\^^::^y^Jl (3- 
067-02) (46 g, 84%) ^ 6 ^ i: b Tf# o 

NMR (300 MHz, CDCI3): 6 3.92 (s, 3H), 6.45 (dd, J= 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd, =/= 7.3, 2.4 Hz, IH). 
b) 2-tl h'ndp>>.5.H— (3-067-03) 
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2-b ]^ a — ^ (3-067-02) (20 g) coiM.-ih?i ^ u > 

(500 ml) ^^{3. ^^-e N-3- Kit<5'>>>^ 5 K (Nis, 38 g)^iD;ts mmmm 

Lfco 16 H#r^Jil4^ bfef*^ L^yS{::i^^^^;i/ (200 ml) ^m^s ^ 

5 ->-5-3— }^ — :3^>m (3-067-03) (30g, 81%) ^B^Mi^tly 

iH NMR (300 MHz, CDCI3): 6 3.97 (s, 3H), 8.33 (brs, IH), 8.43 (d, J= 2.4 Hz, 
IH). 

c) i--y^ji-5-3~ Y 2-;t^ v-i,2-i? b K D If U > 3-:ij;v4^'>M p< 

10 ;i/ (3-067-04) ©^fig 

2- 034-02 J: I^IHlZl UT-^^ Ufe (89%)o 

iH NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t, J= 7.4 Hz, 2H), 7.71 (d, J= 2.8 Hz, IH). 
8.24 (d, 2.8 Hz, IH). 
15 c) l-:/^;V-5-3— K 2-:4-^V-l,2-i^ t. K D t: U 3-*;i/41>it (3-067-05)cD 

3- 003-04 tm^i^hX-^mhrz (89%)o 

iH NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d, J= 
20 2.7 Hz, 1H>, 14.13 (s, IH). 

d) l-y^)V-5-3— F 2-5rdpv.i,2-S^ t h* n b ij 3-?5j;v>i^>^ ^ 
F (3-067)® 

3-003 JlHUtt bT-^^bfe (82%)o 

^jfE^j 3-037^ 3-038 mMM 3-067 tmmiz^mvrzo 

25 e) l-7*5^;i/-2-:^dr V-5-7 31 -;i/.i,2-S^ tl F n f u i;'^ 3-:*;i//it>^ ^>i^;iT 
^ F (3-068)©^fig 

i-yg^;i/-5-3— F 2-:t-^v-i,2-S^ t F n b U 3-:^3;V5t?>^ ^>i?;i/T ^ 
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H (3-067) (100 mg) © DMF (2.0 ml) MU-^ Pd(PPh3) 4 (20 ing)^ y ^ 

-;Vyt^^m (89 mg), RTf^m:^ V ^ A7km^ (2M, 0.24 ml) ^M^t^o 90 °C 

ixfcffl^figtJ*^m5*jS^ n V b ^'-^ :7 ^ — ( h h > =7/1) trlS® 

-rSiliitCcfcD l-:/5^;v-2-;r^ V-5-7 :x -;i/-i,2-i^ t D U 5:^> 3-:i;;i/3is"> 
^ ^>S;';i/T5h' (3-068) (77 mg, 88%) S t^ttJS U T # o 

f) l-:7'5^;v-2-::r^ V-5--7 - ^i/oig^ -;i/.i,2-i? b K P t: U > >M ^ 

10 yi?)]yT%Y (3-069)®-^J5g 

i-:/5^;i/-5-3— K 2--t^v b K D tr u 3-*;i/7K>^ ^> ^ 

K (3-067) (78 mg) © DMF (2.0 ml) ?§rtCs ^rS^ PdCl2(PPh3) 2 (15 mg). y 
:^^JlT-t^U > (89 mg). Cul (11 mg). :St>' h U ^ ^ > (48 mg) 

7/1) smm-t^Z-hlz^b l-:/5=-;i^-2-^^V-5-7 3zn;i/ji5^-;v.i,2-i^ t F n 

b U 3-;?j;i//J1>^ (3-068) (65 mg, 89%) S ^t^tlM h U T 

20 #feo 

llSte^J 3-039~^Ji^J 3-044 hmMM 3-061~|^|g^J 3-066 3-067. 
3-068 ^llRltil^^^fiKbfeo 

<^S(S^«J 3-101> 
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a) 2-b Kndp5/.i-(2-:/n^v'a:.;^.5^;i')nn5^>^ p< 5^ ;i/ X 5^ ;L' (s-ioi-oi) 

2-034-02 h |5]|t t b T -^J^S b fc (59%)o 
5 NMR (300 MHz, CDCI3): 6 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, J= 

7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, 8.1, 2.1 Hz, 
IH), 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-;rdp V-6,7-S^* t h* n 1; H[2,l,a]-f V^y U >-3-*;i/4^>^ 
)]y (3-101-02)CD^fig 

10 1-018-01 ill^I^t UT^SS bfc (42%)o 

^H NMR (300 MHz, CDCI3): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, J'= 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, J= 7.9, 
1.5 Hz, IH), 8.25 (d, J= 7.6 Hz, IH). 

15 c) 4-;r^ V-6,7-i^ t KDl^U K[2,l,a]-r V^^ U > -3-* ;i/3fE >^ (3-101-03)® 

4-;r^V-6,7-J? t F n t° V F[2,l,a]-l' V^^ V > -3-;^3 t}^ > ^ ^ 5^;i/a^;^7^ 
;i/ (3-101-02) (252 mg) CDi^:t^1f> (2.0 ml) ^^^f::, 2 ^I^Tfc^-fb ::^ 

h U A7jC^?i^ (2.0 ml) §*n^feo l(^F^m#Ufe^^ M^B?S^^-5^;VT"^# 
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6,'7-iy\l KDtfU K[2,l,a]^ V^^ U > -3-* > ^ (3-101-03) (209 mg, 88%) 

NMR (300 MHz, CDClg): 6 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 
7.05 (d, J'= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, J= 
5 7.3 Hz, IH), 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-^^ V-6,7-i^ b F n tf ij F [2,l,a]^ V ^ 7 U > -3-;ij > ^ ■7ai^.5^;i/T 
^ K (3-101)©-^^ 

4-:r^V-6,7-i^ t K n IfU h'[2,l,a]-r V^^ U >-3-*;V7f?>M (3-101-03) (76 
mg) ® DMF (2.0 ml) 1- 5^;i/-3-(3-i>" ^ T ^ y 7° n ;i/) * 

10 ;i/ JfE 5 h- (EDC, 83 mg) ^ 1- b H D ^ ^ > h U T — ;i/ (HOBt, 58 

mg), Rxj^y JL^.^)VT (80 mg) ^in^feo ismmm^LTc^^. o.sMMm. 
15 4-:t^ V-6,7-i^ t K n b U K[2,l,a]-f Vdpy y >-3-*;i/7j^">^ -y^^^^- 

K (3-101) (84 mg, 74%) ^ ^ b T f# o 



<ll5i^^J 4-002 > 




n/i^o r> uo (- ') SOCI2, DMF (cat.) /-—^ O 

MeO^C^^^y^ NaOHaq.^^° g^y-|j^ toluene ^ Q^^fj 

O^^N''^^ EtOH O^N^^^ ii) Phenethylamine H 

nBii nBu CH2CI2 O'-^'^N 

n-Bu n-Bu -i -i 4.002 I „ 

1-015-02 4-002-01 

20 a) l-7'5=-;i/-2-;2t-^ V-l,2,5,6,7,8-^^-f b 0-:3py U >-3-:*;i//j1>^ (4-002- 
01)©^Sg 

l-:r5^;i/-2-;r^V -1,2, 5,6,7, 8-^^itb h" D-f 'J >-3-??3;V5l^>^p< 

(1-015-02) (263 mg, 1 mmol) ^ ^ ^ — ;V (6 ml){C?§^b, 7jcM-fb:^ 
h U'j7A7jC^?S (2M, 0.6 ml, 1.2mmol)^ilP;?.s MMT« 30^ti»bfeo Mife^^f^ 
25 (0.4N, 6 ml)^;!jp^t^^3i5^;i/ (25ml)t:ffltB. 7k M ^ ^ mff 
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:t ^ V -l,2,5,6,7,8-'^^-y- b Y U J U > -3-;!3 ;i/ /Jt' > M (4-002-01) (220 mg, 

5 NMR (300 MHz, CDCI3): 8 1.00 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J'= 7.5 Hz, 

2H), 1.68-1.73 (m, 2H), 1.77 (quint, J= 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.80 (t, J= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) 1- :7"5^;i/ -2-;^ -1,2,5,6,7,8-^ ^-y-t Y U J U > -3-:^? ;i/ > ^ 7 31 ;t> 5^ 
10 5. K (4-002)®-^ fig 

1- >^ 5^ ;i'-2-;r^v -1,2,5,6,7,8-^^ it t F n-dpy u >-3-:tr >^ (4-002- 

01) (100 mg, 0.38 mmol)^ h ;Vj:i> (10 ml){c: b s i^-ftl 5^ - ;b (83 jxl, 1.14 
mmol)a:M^^»® DMF 75 "C T" 30^M^S^-M-feo C CDSife* ^ Mffi^-M 

m^^iM.'fhA^ly > (5 ml){C?^^bfe^s :7 $ > (143 ^l, 1.14 

15 mmol)^inx^ra-e 10 ^jS#-r § o RJitMl^^i^M (I'N, lO ml)^m^mm^'f■ 
J\y (30ml)T-»/±i^s iaW:^*i7jc (10ml)-t?^?ts MtK^I^ V ^> ^ A T'lg)^ b 

^)\y)iZXmm:V. ^ — 5^;U:b^ bT l-:7'^;i/-2-:2r^y -1,2,5, 6,7,8-^:^rit 

t h'D-dry V >-3-^ Jlyii>my ^^-^J\^-T < K (4-002) (100 mg, 74%)^ 

20 ^^aibT#feo 

^H NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J- 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, J= 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20-7.33 (m, 5H), 

25 8.25 (s, IH), 10.05 (br t, J= 6.0 Hz, IH). 

^Mm 4-ooi~ms^j 4-310 mMM 3-002 tmmz^mvt^o 
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<MM0ii 4-501 > 




4-501-05 

a) 3-^ n U^^-^>-l-:t> (4-501-03)CD-^J5^ 

!7 U^^V>i^:t> (4-501-01) (8.72 g, 77.6 imxLoV)^m4h ^ ^ U > 
5 (400 ml){C?§M ^ 47 >;^;i/7h^;i/^ n ij F (6 ml, 77.6 mmol)i:^^:*? U A 
(32 g, 232 mmol)&^^^^ ^mt?2^^M#bfeo § :^'fti 5=- P > (1.4 1) 

t7k (400 mi)<Dm^^i^m^^m\^mmmitMm:km7k (400 mi)-^ m^msMyk 

-h'^(i)©ti<b^^i/>^?gfc:^-fb^>i^;i/ h U3^^;VT>^rie7A (25 g, 110 

10 mmol) t^^U y h V y V }^^^J]y:j:. — y^)]/nlyy°\y^yi^:;Z, (1.9 ml, 15.4 

mm.ol)^-bU^. ^UX' l.smmMnVtzo Rmm^mh?^^\y> (0.81)^7JC (400 

mi)(Dm'^w.i:imx.^m\ymmm\tmmikm7k (4oo jaDxmf^m. mykmm-^^ 

(h ;i.ai>/if^a^^;i/){c:-Clfi^ LT 3-^ n n -2-i> ^ d ^^-fr >-l-;^- > (4-501- 
15 03) (7.24 g, 72%)S^fe»>K%K^ UTfffcc 

NMR (300 MHz, CDCI3): 8 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J= 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 

b) 3-S/Ty T-fe^ 5. F-2-i^<^ D^^-fe y-l-yt> (4-501-04)CD-^Sfe 

2-5>Ty T-fe iJ' 5 K (4.42 g, 52.8 mmol) A (50 ml){c: ykM 
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"ihi- h U f^A (60% oil suspension, 2.1 g, 52.8 mmol)^ X. ^^T' Q^M^l^ < 
»#bfeo ^(Dmmz 3--^UU-2-i^^U^^-{z>-l.:t> (4-501-03) (6.24 g, 48 
m.m.ol)COi^^'^ 4 2^mm (60 ml)^f^^ t ^^t? 2.5 H#reTiiJ4^ L/^ $6^2- 

iyy y> T-k^ ^ F (1.6 g, 19.2 mmol)i:7jC^Ybi- h U ^i? A (60% oil suspension, 
5 0.76 s, 19.2 mmoD^m^^Wa 1.5 mmMni^r^c RmmiZ^mm (lN,100ml) 
^tUX.mm^^^^Jl' (300 ml)T-fStB bfeo TkiSa^ {'^ti-etl^/f bfef^s I^It::!^" 
(300mi)-etttBs ^^JS«±-^— UTM7Jc^^V^^'^^>>«>A-t:|g^UMffi^^li 

10 l-yt> (4-501-04) (6.5 g, 76%)^ eSS^i: bT ft feo 

NMR (300 MHz, c/^DMSO) : 8 1.71 (quint, J= 6.0 Hz, 2H), 1.79 (quint, J= 
6.0 Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 5.90 (s, IH), 6.90 (s, IH), 11.16 (br d, =/ = 
1.5 Hz, 2H). 

c) -2,3,5,6,7,8-^^ V- M \^U-^ V^yf V >-4-±lJV^^=.h V )]/ (7- 
15 010)®-^J5K 

3-->T y T-iz ^ ^ h -2-i'^' n^^-k >-l-;<r> (4-501-04) (1.25 g, 7 mmol):& 
DMF (25 ml){3^M b N, N'-S^^ 5=-;i/4^;UAT 5 K 5^;i/T-fe ^ — ;i/ (1.1ml, 
8.4 mmol)$SP;?.^^'^ 70^P^$iJ^bfeo S^S?tt^±i^ (IN, 100 ml) ^ AP ^ ft 
(300ml)-efSmbfco7(cStt^ e>fc:ft:ieT-m«f bfe^. i^^a^f^;!/ (300 

20 ml)-^^sm^ mmmi±^-iyxm7kmm^^^iy^ 2^r-^m\^mm^mvr^o 

Mbs h ;i^^>/b^ e)|f bT 3,8- i^:;t^V -2,3,5,6,7,8-^ F 
y :y-A-lJ}\yifs- Y U ;i/ (7-010) (0.92 g, 70%)§ ^^ifeigg ^1 b t o 
^H NMR (300 MHz, CDCI3 + (a small amount of CD3OD)) : 8 2.17 (quint, J = 
25 6.3 Hz, 2H), 2.63 (t, e/= 6.3 Hz, 2H), 3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2-::/9^;i'-3,8-S^:4-^ V -2,3,5,6,7,8-^^ Y U -i V ^ J 'J >-4-*;i/4^'— h 
U (7-011)CD-&fig 

121 



wo 02/053543 



PCT/JPOl/11427 



3,8-i^;r^V -2,3,5,6,7,8-^^ it t n --f J U > -4- * ;i/ 4^ h U ;i/ (7- 
010) (770 mg, 4.1 mmol)^ DMF (15 ml){C:^^L/^ X-B.— ^'f^y (0.51 ml, 4.5 

mmol)^7j<^'fb-^ b U ^7 A (60% oil suspension, 180 mg, 4.5 mmol)SiP^^ ^^g. 

■r- 3 ^p^ti#b:feo (in, eo mi)§iin;ts^^^5^;i/ (i50mi)-ejft 

b^ 2-:7"5^;i/-3,8-i^;tdrV-2,3,5,6,7,8-^^-y-h b* n--r V^y U >-4-?b;i/4tr: b 

'J;i/ (7-011) (610 mg, 61%)§ aSi^M J: bT^^feo 

NMR (300 MHz, CDClg): 5 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 7.5 Hz, 
10 2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 (t, J= 6.3 Hz, 
2H), 3.06 (t, J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, IH). 

e) 2-:7~5^;i/-3-:?i-^ V-2,3,5,6,7,8-'^:^1^- t h' D--r V=^y U >-4-*;V4^"^ h U ;i/ 

2-::/5^;i/-3,8.i^:t^ V-2,3,5,6,7,8-'\^it t b' D--r Vdpy ij >-4-:3b;V5if::z h V 
15 (7-011) (100 mg, 0.41 mmol)^ THF (7 ml)t?tM Us O > h ij :7;V:t V F 

— •7";i/$tl|; (0.21 ml, 1.64 mmol) i: 7K * S> T ^ /i^C^^^ h U A (90 
mg, 1.44mmol)*in;ts StST- 30^m3f bfco MiiS^S tia?n>^^7jcm^ h V >> A 
7jC'^r^ (30 ml)^Jn;?.t^m^5=-;V (60 ml)r*ffltHfts ^m:km7k (30 mi)-e^5fe#s 

20 h^^y^— (h;l/3l>/g'^^al5^;l/)tT)»Mb^ 2-:^ 5^ ;V-3-:<j-:3rV -2,3,5,6,7,8- 

^^+Mi Fn--r V^y y >-4-*;V3i^- h t; ;i/ (7-012) (70 mg, 74%)^ ^^B^ 

^H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 3.93 (t, 
25 J= 7.5 Hz, 2H), 7.22 (s, IH). 

f) 2-:/5^;i/-3-:r^v-2,3,5,6,7,8-^dp-9-t: F n.-i' y:^y i; >--4-:;!7;i/4?>^ (4- 

5O1-O5)0^SS 
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2-:f ^)ly-3-:t^V -2,3.5,6,7, 8-^^ K P --f V U > -4-;i7 ;i/ — h V )\^ 
(7-012) (260 mg, 1.13 minol)^7jC (6inl) / oz^S^y — ^l- (26 ml)JZ^^bs vYMih 
*yr>A (444mg, 7.91 mmol)^Sn^ 24H#F^j]PiiM^5^bfeo SJJ&rt^/K^^s #±g 
m (2N, 8 ml)^?iT b> (70 ml)T•ttm^^ V iy r> A 

.2,3,5,6,7,8--\:ir-t>- 1 Y U V ^ J U > -4-:ij ;i/ > ^ (4-501-05) (197 mg, 70%) 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t, J= 6.0 Hz, 2H), 2.87 (t, 6.0 Hz, 2H), 3.95 (t, 
10 J= 7.5 Hz, 2H), 7.27 (s, IH). 

g) 2- 5^ ;i'-3-:t^V -2,3,5,6,7,8-^ :3p-yt: K □--T U > -4-:* ;i/ /}t > 

V)\/T\Y (4-501)© -^eii 

2- :/ 5^ ;i/ -3- ;t V -2,3,5,6,7,8-^ t F n --f U >-4-:5!7;U5}^ >^ (4- 

501-05) (5 mg, 0.02 mmol)* (1 ml)f3^fPLs -^^t^^-JV (4.4 

15 0.06 mmol)i:M^^*0 DMF ^30^. 75''C 30 ^SJS ^ -if o COS^Sft^M 

ffi^iM b.a^^^'fb^ 1^ > (iml){c:«^^ Ufc^^^>s^;l/T 5. > (6.2^1,0.06 

mmol)$ill;?.^iai? 10 U o (IN, 3 ml)*iP^PM3i5^;i/ 

(8 ml)T'am^s fig|n:^:^7k (4 ml)t?^^t. M7jcm^V ^> A bMffi 

20 {c:T^KSb^ 2-y5^;^-3-:t^ V-2,3,5,6,7,8-^^ittl F n--r V=3py ij >.4.ptj;^:^ 
>m^>-y)]yT K F (4-501) (5 mg, 74%)^ a^*&5^^ bTWfeo 

^H-NMR (CDCI3, 300 MHz): 8 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.66-1.77 (m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 3.27 (br t, J= 6.3 Hz, 2H), 
3.92 (t, J= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
25 9.58 (br t, J= 5.7 Hz, IH). 

4-502~^iS^?!l 4-504 mMM 4-501 i: b o 
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<; 



5-004> 



H02C>.^^;-^ Me (PhO)2P(0)N3 

Q-^N-^Me BnOH/EtgN 
nBu /1,4-Dioxane 

5-004-01 

HaN^^^^Me 
MeOH O^N^^Me 



H 



1. 



S-017 nBu 

F. 

COCI 




nBu 
5-004-02 



H 

TT 



° O'^^^N Me 



Py./THF 

5-004 nBu 

a) 3-'^>i?;v;t ^S>:*;i'3}^— ^ y 5,6-^^^ 5^;i'-2-t: U F> (5-017) 

5 l-:7'"5=-;i/ 3-*;^7}^°^^y-5,6-i^^ 5=-;i'-2-t^ U 1^' > (5-004-01) (2.233g)* 
■t>->(50ml)t?§|f bs ^ U ^ >(4.2ml)^ ^V^T :7 3^ 5^^ 1; 

K(2.4ml)S^J□^An^ 110°C?fi^*T-m#3a'^*=fTofeo SB^PB^f^, 

^>5^;vT;i/n-;p(i.imi)^An;ts liI«ftcSPi?iM#^M(t;^co 4 ^^^^ 

10 7km^^ 1 mn^^mm^^'^-i^'y i^-r:m^ms «j±ig*bfeo ff&tife^^a 

(3.56g) ^>>U:iJ'!/;v*^A^n-7>(n — ^N' — B, h;vx.>-7'-feh> 

(29:1))^^?V^. 3-^ > ^ ;i/ T ^ ^ -l-:5^^;i/ 5,6-S^^ g^;i/-2-if 'J 

F> (5-017)^Mfe^^(2.477g, 75.4%, B)^ 65-66°C)t? fffc o 

b) 3-T 5. y -1-^^^;V 5,6-i?p< 5^;i/-2-lf U K> (5-004-02) ©-^sg 

15 3-^>i^;V:t^S>'*;i/4^ — ^ y -1-:^5^;V 5,6-S^^ 5^;i'-2-l^ U F > (5-017) 
(2.487g)^&^ y — ;i/(25ml)t;?g0b 10%/-^ ^ ij? AM*(373mg)cD7jc(2.5ml)!Si 

■^MMl^s ^ — ^i/^Jfe^tbMJEW^bT 3-T ^ y -iV-i-::/5^;i/ 5,6-$;'^ 5=-;i/-2- 

t!i; (5-004-02) (1.438g, 97.8%, life ;^ 94-97-0 )*ififelS^ b T|#fe o 

20 NMR (300 MHz, CDClg): 6 0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 

1.60-1.71 (m, 2H), 4.08 (d, J" = 7.8 Hz, 2H), 6.42 (s, IH). 

c) JV"-i-r5^;v 3-(4-:7;i/:t n^> V'-f ;v)T ^ y -5,6-^^^ ^;v-2-tr u f> (5- 
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004) CD-^fig 

3-T 5. ^ 5^;i/-2-lf'; F> (5-004-02) (117mg)§ tf' J > 

(lml){'?tM mmM.'M^. ^k^^mWT. 4-y JV^t U ^> -^J ^ )V ^ a V F(0.08ml) 
(Dy^ h ^ b K n :7 ^>(iml)m^^^ 10 ^-C^ST b^ Sii#StTofeo 3 ^ 

Mffi®5febfeo tLfe^^t4a?^(202mg)^±i<bp< 5^ Ix > n-^^it>-eW 
;V-2-b° U F > (5-004) (103mg, 54.2%, S4j^ 129-130°C)^f#fe o 

10 mmm Q-ooi-- mmm 5-on it. mmm 5-001 tmmiz^mi^t^o 

<MMm 5-018> 



a) 4-(^>y:4-^-t^- V^— ;i/ 2-4 ^ i>)-l-^ > i^;)/ 3-^ h ^ S> 5,6-$;' ^ 5^;i/-ljy- 
15 tf';$^>-2-^> (5-018) 

2-:rD ^ rz-;i/-r V i^T;t> — h (80mg)^5^ h ^ t F n :7 ^ ly(2ml)izmM b 

M^^^f^Ff", ^^a^i:^#T^ 3-T ^ y -i-:/5^;v 5,6-i^p< 5=-;i/-2-if u f> (5-004-02) 

(78mg)®5^ h^t F n :7 ^ >(2ml)lf^§ 10 iS-T-JiT b — H^^MSIJS b o SB 

MJ!S^*Mffi®* b^^nfei^a*i^<57 d;i/^ ^ >-j^— 7";v-es^^ bs 4-(^> 

20 V*;t=^itV" — ;i/ 2-'f ;i/::r^:>')-l-^>i^;i' 3-^ h^iy 5,6-i^^^;\y-lH-\f^J-y> 
-2-;t> (5-018) (142mg, 89.9%, ifej^ 197-8°C) ^ftfco 
^M^J 5-019 {i. HJfe^J 5-018 Jim^f^^^bfeo 

<^SE^J 6-001. 6-005s 6-007> 




nBu 
5-004-02 
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i) SOCIs / DMF (cat.) . — |_j 
"^^^^Y^V^ /toluene <^ V.O N.^:^.^^ 

x^ju ^^^^^ — >^ %XX^ 

4-002-01 



AcOH • '-'sN^^^;^.^^^ // \V N 

Pd-C/Ha/AcOH 1 ll Benzoyl chloride \=/ y T H I 

O-^H^ O 

n-BU 6-001 ;,.Bu 



6-001-01 



Benzyl isocyanate X^/^^'"^!]^ ^T^^^^il^^^ 
DMAP/CH2CI2 ° n-=^M^^-^ 



n-Bu 



6-005 

a) (l-7*5^;V-2-;t^V -1,2, 5,6,7, K D-dpy ij >-3--r )\^)-ti)\^n^ >M 

(6-007) ©-^gg 

l-^^;i/-2-:t^ V-l,2,5,6,7,8-^^1?-b Y U J U > -3-* ;i/ 4? > ^ (4-002- 
5 01) (100 mg, 0.38 mmol)& h > (5 ml) t ?§if L . iM.'ih^ :t — Jl (57 fxl, 0.76 
mmol)ilM$^«® DMF ^5nXs 75°C 30^MJS^ii:feo ^ SMffi^t^ 
bs (5ml)fc^^Lfe^s Ti^'fb:^ h U ^7 A (29 mg, 0.42 mmol) 

7jC'^?t (0.5 ml)^ijnx^MT- 15^tftJ4^Ufeo S;fetti37j< (5 ml) ^ in X. It It 
J]y (10 ml) -^tt tarn. iafn:ft:ii.7j< (5 ml)-e^5fe?^s ^7jcMm V i''^ A T"^^ b 
10 MJI^ftlSbfco ^^t^ h;^:!^^ (5 ml){3>B^ b 120°C 30 ^M^&bfe^s ^> 

— ;v (46 ^i, 0.44 mmoi)$inx.^ e> t i20°c -e 2 Btp^SiS^-^feo R 
U n T h ^'-5 :7 — ( h >/it^ Ji5^;v)l3 T tt^ b^ (i-y 

5^;i/-2-;t^v -1,2, 5,6,7,8-^:^ -ti-t D-dr^ u >-3-'f ;i/)-*;i/7N* ^ >m^>>:^;p 

(6-007) (90 mg, 63%)^ S fe^Stt^^H bTftfec 
15 NMR (300 MHz, CDClg): 8 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 

2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.83 (quint, J = 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, =;■= 7.8 Hz, 
2H), 5.19 (s. 2H), 7.29-7.41 (m, 5H), 7.76 (s, IH), 7.86 (br s, IH). 

b) S-T 5. J -l--:f^JV-5,6,7,8-y^ h^\:^ \^U-1H-^J V >-2-7t>BMiM. (6-001- 
20 01) CD^m 
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(i-:7'5^;i/-2-;t^v -1,2,5,6,7, t F D-^y V >-3--r 5 >m. 

(6-007) (100 mg, 0.28 mmol)& ^ ^ y — ;i/ (7 ml)}c:^^^Ls 
mW (16 0.28 mmol)^/1^ r> (10%, 30 mg) ^ ;t . 7k^# H 1.5 

5 S^^^itVA^ e>#iSa bT y -1-:/ 5^ ;i/ -5,6,7,8-7^ b -7 t h*n-l^-dpy ij 

>-2-:^>Pgt±t (6-001-01) (60 mg, 76%)^ S^^mt L-Tf#feo 

iH NME (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) JV-(l->^5=-;b-2-;r^V -1,2,5,6,7,8-^:3^1^1; ]^ tl ^ V > -3-4 JP)-^ > X T ^ 
F (6-OOl)0^gg 

3-T 5. y -l-:7'5^;i/-5,6,7,8-7^ h ^ t h' U -IH-^ J U >-2-yt>mMm. (6-001- 
01) (5 mg, 0.018 iniaol)^m-(h?i^]y> (1 ml)t-^^b> ^>^/-r;i/^nU 

15 (2.3 nl, 0.02 mmol)i: h ij ^J^^^;]/^ ^ > (5.6 til, 0.04 mmol) ^ X. ^ ^^S"^ 10 ^ 
m#bfeo SjSrtC#:^m (O.IN, 3 ml)^in^i^^3i5^;i/ (10 ml)-?!jfttB^> IS 
ffi:^^7j< (3 ml)l??5fc^ts M7KaM-^^^i''^A-f ^MLMflEli,^bfeo 
ait^i^ U *';r;i/i^ D V b ^-5 :7 ^ — ( b >/i^^ji^;i.)(c:-rltia b^ iV-(i- 
y5^;i'-2-;t:^r V-l,2,5,6,7,8-^dr-y-tl K D-dpy U >-3-'l' ;1x)-^>Xt 5. K (6- 

20 001) (4.9 mg, 83%)^ ^^m^<mW h bT?#feo 

^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m, 3H), 7.94 (d, J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, IH). 

25 HJi^J 6-002~^li^O 6-004 {i. llSfil^iJ 6-001 h lU^lt fig b o 



d) i-^>s^;i/ 3-(i-:f9-JV-2-:t^V-i,2,5,6,7,8-^^V-\^Yu-^yV>-3--fjU)- 
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tlVT (6-005)®^^ 

J b9b YU~\H-^J i; >-2-;t>pm^ (6-001) (5 

mg, 0.018 mmol)^i^'fb;^ 5^ V > (lml)^;I^t^b^ > ;V V T :^ — b (2.5 
jxl, 0.02 mmol)i: 4-i^p< ^ y t; U > (2.4 mg, 0.02 mmol)^Sn^N ^^^"^ 

5 4^P^ft#Lfeo (O.IN, 3 ml)§in^S^m3ig^;i/ (lOml)'^ffltB^s 

tafP:t±M7k (3ml)-^:^^ts ^7j<?^M V ^" T> ^> "^7 A b Mffivtlt L fc o t# 6 tl 

■y->*^ 6:ifi^^ b-r i-^>s^;i/ 3-(i-:r5=-;i'-2-;rdry-i,2,5,6,7,8-^dp-y-b K D- 

U >-3--Y b T (6-005) (5.0 mg, 79%)* SfeS^ ^ bTftfeo 

10 NMR (300 MHz, CDCI3): 8 0.92 (t, J'= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 

2H), 1.57-1.65 (m, 2H), 1.69 (quint. J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 
2.55 (t, J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 4.46 (d, 
J= 6.0 Hz, 2H), 5.72 (br s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br s, IH). 

15 <mS#IJ 7-004> 



a) i-(2-:/D^ -:7 j^— ;i/)-3-(i-y5^;i/-5,6-s^^ 5^;i/-2-:r^ v-i,2-S^ t K n If u 

> S-'f ;V)-r> (7-004) 

l-^>S^;i/ 5,6-i:^ ^ 5^;i/-4- 1 K D dp y^l/ 2-l^U b' > (1-004-04) 

20 (259mg)* DMF(3ml)f:i^M b. ^^Sffi^Ts &QVoi^%\'G± h U -^7 A 

(48mg)* — Atls 10 2-^ n > X:t ^-9- — ;i'(261mg)® 

DMF(0.5ml)^?t^ia^s 5 Bt B^^^aSSCS b 7c o SJS^/l-&ife*7X7j<:F|3 C 

^iXbi^^j^5=-;i/ni;^^;i/T" 2 HiatBbTk^ 2 Il=fTofem^Itvi'-^.s>'> A-t?^ 

m.'^, M>E^*bfeo f#?)nfe^^ttB5*(278mg,73.9%)*TH2 b >?^g?bl^^^ 




Bn 
7-004 



wo 02/053543 



PCT/JPOl/11427 



;i/)-3-(i-::/5^;v-5,6-i^ ^ 5^;i/-2-^ v -i,2--s^ t K n-if u >-3-'i' \y t 

(7-004) (144mg, 38.3%, ife;^ 154- 155°C) * U X A ^ b t f# fc o 

. NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 3H), 5.42 (br 
5 s, 2H), 7.19-7.54 (m, 9H). 



DlBAL ^° 



<mmm 7-oo8> 

o 

"°2C^^^ HMDS/TMSCI MegSiO^^^^ ^ 

0*^N toluene MegSiO-^N toluene O N' 

3.oJJ-01 ^-""^-"^ ^ ^■"""■"^ 

n-Bul/K,C03 HO-y-^ _^OCI^^OD 0^}"^^ Vs 

DMF ° CH2CI2 N ~~7~~I " ^ ^ 

^.-Bu /i-Bu NaH/DMF O^N' 

7-008-03 7-008-04 7-008 n-BUa) 

3-t F n dr5/p< 5^;V'-2(lJS)-tr U F> (7-008-0 l)(D-^fig 
10 2-t Kn:3f-^>- (3-067-01) (5.0 g) ® b ;i'rc> (70 ml) 

T ^ dp -9- ^ 5^ i;? i/ ^ -tf > (HMDS, 19 ml)^ tJ<" n D b U p< 5^ ;V i> > (TMSCl, 
0.23 ml) Sijn^fiPMM^^bfco 2^^tlJ1ibfem^ ^SSg^febBSfc h;V3:^> 
(100ml) ?&*nx.feo ^{3, yJ^^YbS^-r V:^5^;1/T;1/$ nii; A (DIBAL, 2M b 
ymW.s 90ml) ^ -78 °C-triP^ 4BtP^llJf bfe^^ P< <^ y — ;V^j)n^TSJJ&<&^ 

15 ihbs^'^tJ^-fe^-f h ^^V^T^i^iibfeo MffiT-eitM^W* b>m^C7j<i:» 
M^5^;i'*ijn^^«fflS^^bfem.2k*i&i^M^5^;i/T- 3 mttmbfeo ^te-^fe 

£ET-CW*-r § C ct D 3-t Kn:3p.>^5^;V.2(iiS)-f); K> (7-008-01) (2.6 
g, 69%) & bTttfco 
20 NMR (300 MHz, CDCI3): 8 4.50 (s, 2H), 6.43 (t, J= 6.7 Hz, IH), 7.33-7.36 

(m, IH), 7.64-7.67 (m, IH). 

b) F n dp>>^ g^;v.2-lf ij > (7-008-02)® 

3-t n ^->^ 5^;i/-2(l^-t° U F > (7-008-01) (0.63 g) ® DMF (15 ml) mW. 
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V ^ A (1.4g).i5=!;t>" 1-3— K 7'^ > (1.86 g) ^jfjP^feoTO °C 

:r.^;v^i]Qx.^mm^^-mv tern. 7km ^mm^^ji^X' s nuftm bfco ^t^^ta^^ 

5 T■^S*b^^#?>tlfell*g!^%^&*■5 n-T h 7 ^' - (h;i/3^>/:F-fe h > 

= 2/1) -^ItM-r § 3 ^ J; D l-:7'5^;i/.3-t H D^S/p< 5^;i/-2-l::: U F > (7-008- 
02) (0.56 g, 61%) ^^At^tJ^i: b-rftfeo 

NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s, 2H), 6.20 (t, J= 6.7 Hz, IH), 
10 7.24 (dd, J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

c) 3-i^>'J:t^V-'J~Jl' 2-4 )]y:t^iy^^)l)-l--^^;i^-2-}fV K> (7-008-03) 

2-034-03 h IH^fc bT-^gic bfe (50%)o 

d) i-:/^;i'-3-^7 n D ^ 5=-;u-2-if u h' > (7-008-04)0 ^gg 

15 l--^^JV-3-il K n dpS^-^ 5=-;i/-2-l:f U K >• (7-008-03) (169 mg) CDl^fb^^l^ 

> (4.0 ml) ^Mt-v^^T"J®^b5=-;t-;i/ (122 mg) ^iM^t^o lBt^^i#bfem^ 

S CI C cfc D i-:^5^;i'-3-<j7 n n ^;i/-2-i:f.'; F > (7-008-04)^?S 
>Ki^W^i bTf#feo 

^H NMR (300 MHz, CDCI3): 8 0.96 (t, J" = 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
20 1.69-1.79 (m, 2H), 3.96 (t, J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

e) 3-('^> V':^ ^tJ- V— 2-'i' T — 5^;v)-i-:/5^;i/-2-tf u K > (7- 

008)®-^^ 

2-035 i:I^I#lc: bT^^bfe (97%)o 

25 

<^MM 7-009> 
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O NaH/DMF O^N' 

7-009 ^-Bu 
7-008-03 

2-035 t IU«t bT^Sii bfc (50%)o 



<WMM 7-013^mMm 7-017> 




7-016 

a) 2-:?^^;i/-8-h: F n 3p e^. 3.^ dp V -2,3, 5,6,7,8-^ ^-t^- h Kn-^' V^y U >-4-?!3 
JVyf.- h U;P (7-013)0-^5^ 

2-:/5^;i'-3,8-i^::r^ V-2,3,5,6,7,8-^dp-f?- 1 h' n-f ydp^ U >-4-;!7;i/7ff — h IJ 
;V (7-011) (10 mg, 0.04 mmol)^ THF (1 ml) 7ic^-fb tJ^ r> ^ ^ h U >j7 A 
(2.1 mg, 0.056 mmol)^iP^s 10 ^ffii* b o Rj^mi^^^M (IN, 3 ml) 

^m^mm:^^)i (iomi)T'am^> mmi^mTk (smiy-^m^s mykmm^v:^-^ 

2-:7"5^;i/-8-tl K U iy -3-:t -2,3,5,6,7. 8-^^ V- b K D --f V dp y ij >-4-;!j;i/ 
^.-h V )V (7-013) (7.4 mg, 75%)§ bTf#feo 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz, 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, 
IH). 
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b) )V-3-'^yt^V -2,3,5,6,7,8-^^'^ \1 H D.-f V^^ V >-4-±l JVtT^ - h U 
)V (7-014)O-^fijc 

(7-012) (80 mg, 0.35 mmol)t: h (8 ml)t^ bs n — V>M^ (169 mg, 

5 0.42 mmol)*in^s 12 ^^Sal»:M»^ b o "t? ^4P^. ^^7— ;i/ (14 ml) 

^u^h^^y^— ( h >/i^^3i5^;V)t TMM b^ 2-y9-)V-3-^:;^^V - 
2,3,5,6,7,8-^ ^-tMn Kn--f V^py U >.4-:fy;vm~ h V )V (7-014) (63 mg, 73%) 

10 NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 

2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, </= 6.3 Hz, 2H), 4.81 (t, 
J= 7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-7''5^;i/-3-^:4-^V -2,3,5,6,7,8- it t U -4 V^J U > -4-:*; ;i/ 7^" T ;V 7=^ 
t h' (7-015)©-^^ 

15 2-^g^;V-3-5^::r^ V-2,3,5,6,7,8-^^it t F D--f V^^ V >-4-p!?;V4^^ b U )V 

(7-014) (220 mg, 0.89 mmol)^ V}\y:r.y (20 ml)(C^^b^ *^^T^ ykmih^J ^ 
V a (1M h;i/a^>^?^, 1.7 mi, 1.7 mmol):&i[Ix. 30 ^9-^*^ b 

feo (in, 5 mi)<&ip^i^m^9^;v (10 mi)T"jam^s m.m-^Mi^ 

(10 ml)-??^^^t^ M7jcM^v^'^. i-r> A-e^^bMi±^li-r§o #6nfe^Ti&^> 
20 ^)ts^)\^^u-^ Y v^y ^ — (^;^3^>/PMJ:■5^;^)^3-c)itMb^2-^5^;l'-3-5^;^^ 

^V-2,3,5,6,7,8-^^-9- 1 h* n--r V^J >; >-4-:*;;i/7j^T;i/5=^t F (7-015) (44 mg, 

2o%)^mm'&mmh b-rttfeo 

^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 Hz, 
2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H), 2.95 (br t. J= 6.3 Hz, 2H), 4.51 (t, 7.5 Hz, 2H), 7.53 (s, IH), 10.60 
(s, IH). 

d) 2-::rg^;i/-4-ti b* d ^ 5^ ;v -5,6,7,8-5^ h 5 t K d -2H-^ v U >-3-5=-;^ 
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> (7-O16)0-^SS& 

2- :^ 5^ ;U -3-9=- :r^V -2,3,5,6,7,8-^ -9- 1 K D--r V^^ 'J >-4-*;i/7jf t 
K (7-015) (10 mg, 0.04 mmol)^^ ^ y (2ml)C^^^L^ 7jc^'fb ^ "i? * ^ h 
y-^A (4.6 mg, 0.12 mmol)^Snx.^Ml:' 10 Ufco (IN, 4 

5 ml):feSa;?.i^^3Z^;i/ (10ml)■t!^ftmm^ «affi:^m7jC (5 ml)-^ ^7jC^mT 

(h;i/ai>/if^ji5^;i/){C-t)Wi^Us 2-y>;i/-4-t K Cldf.<y^ 5:- 5,6,7,8-7^ h ^ 
h K D-2iy-^ V^y U >-3-5=-:r> (7-016) (9 mg, 90%)^mn^'^Mt bTf#feo 
NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t, J= 7.2 Hz, 2H), 4.79 (s, 2H), 7.61 (s, IH). 

e) 4-(^> 'J :t ^V- 'J — 2-1' ^;i/)-2->^5^;i/-5,6,7,8-7" h ^ b KD-2Jy- 
V U >-3-5^;r > (7-017)CD^g£ 

2->^5^;i'-4-t K n dp >>;^ 9^;]/ -5,6,7,8-7" h 9 t K D-2^--l' V^^ U >-3-^:t> 
15 (7-016) (14 mg, 0.056 mmol):& THF (1 ml) 2-^;V:i7:7*b^>^/;r^i^- 
y — ;i/ (16.3 mg, 0.11 mmol)s 1,1' -(T 'J tl Jl7f, }f ^ V > (28.1 mg, 
0.11mmol)^ -f^y\/ — ;V (7.6 mg, 0.11 mmol)^ h U P< 5^ >fc ;^ > (IM h 
0.11 ml, 0.11 mmol)§^n^tT.Jn;ts ^IfiT* 18 ^ ^M^f b fe o KUB 

m*i*J±Mlgb (2 mi)*iq^^;ftB < -s^^^tJ^^M^s e?-t^s^U 

20 ^-^^v-i^ h V^y -f — (h;i/j^>/i^Mj^5^;i/){3-r)WMLx 4-(^> 

v^ — ;i/ 2--f ^;i/)-2->^5^;i/-5,6,7,8-5^ h ^ t K n-2ir--f v^y U >-3-^ 

(7-017) (6.5 mg, 30%)^ ^.m-^B^ t UtWfco 
^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.70-1.95 (m, 6H), 2.62 (t, J= 6.3 Hz, 2H), 3.01 (t. J= 6.3 Hz, 2H), 4.58 (t, 
25 J-= 7.5 Hz, 2H), 5.05 (s, 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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<^Mm 7-018> 
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n-Bu n-Bu 
7-012 ' 7-018 

a) 2-:/^;u-3-;r^ V-l,2,3,4,5,6,7,8-:ti' t KD.-f v^^ U >-4-i])\/-m~ h V 
5 ;i/ (7-018)©-^^^ 

2-y5^;i'-3-:t^ v-2,3,5,6,7,8--xdf-it t K n--f v^^ U >-4-*;v4^— h u ;v 

(7-012) (100 mg, 0.43 mmol)^ Y)V:s^y (10 ml)l3S^U. ?Xi%Ts ykM^fhi?^ 
V y'^)Vr )V ^ =^ry 2^ (iM h;V:r.>v§yt, 0.8 ml, 0.8 mmol)*iO^ 10 b 

feo (IN, 5 mi)^ii]n^s^m^5^;v (lo ml)T•^fim^^ ia^n:fem7R 

ti^))^^ h ^"^y ^ — (^;vJ^>/»^^5=-;^)^3T*tMb^2-^^;^-3-;r^v 

-i,2,3,4,5,6,7,8-;ri:7 ^ t F n--f ydpy u >-4-:t»;v4^r: h i; ;i/ (7-018) (70 mg, 

NMR (300 MHz, CDCI3): 8 0.93 (t, J= 7.5 Hz, 8H), 1.32 (sextet, J= 7.5 Hz, 
15 2H), 1.42-1.59 (m, 5H), 1.88 (s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2.66 (m, IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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No. 


■R2 
x\> 


XV 




IX 


ITT MA/TP /T'T^m ^ 


1-001 


H 


Me 


Me 


Me 


2.16 (s, 3H), 2.33 (s, 3H), 
3.62 (s, 3H), 7.17-7,26 (m, 
2H), 7.34 (s, IH), 7.34-7.43 
(m ,1H), 7.46-7.50 (m, IH). 


1-002 


H 


Me 


Me 


Et 


1.32 (t, J= 7.2 Hz, 3H), 2.15 
(s SH) 2 36 (s SH) 4 19 (a 
= 7.2 Hz, 2H), 7.19-7.25 
(m, 2H), 7.34 (s, IH), 7.39- 
7.42 (m ,1H), 7.46-7.49 (m, 
IH). 


1-003 


H 


Me 


Me 


nPr 


0.98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
3H), 2.34 (s, 3H), 4.03-4.08 
(m ,2H), 7.16-7.26 (m, 2H), 
7.33 (s, IH), 7.38-7.41 (m, 
IH), 7.46-7.49 (m. IH). 


1-004 


H 


Me 


Me 


nBu 


0.95 (t, J = 7.5 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (s, 3H), 2.35 
(s, 3H), 4.10 (t, J= 7.8 Hz, 
2H), 7.19-7.25 (m, 2H), 7.33 
(s, IH), 7.38-7.42 (m, IH), 
7.46-7.49 (m, IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.25 (s, 3H), 
5.42 (br s, 2H), 7.17-7.51 
(m, lOH). 


1-006 


H 


a 


H 


nBu 


0.94 (t, J = 7.4 Hz, 3H), 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, J= 7.4 Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, 2.5 
Hz, IH). 


1-007 


H 




H 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 
1.35-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, J= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d, J= 2.7 Hz, IH). 


1-008 


H 




H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 

1.36- 1.49 (m, 2H), 1.79-1.87 
(m, 2H), 4.08 (t, 7.3 Hz, 
2H), 7.23-7.27 (m, 2H), 

7.37- 7.44 (m, 2H), 7.45-7.52 
(m, IH), 7.50 (d, J= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, 2.7 Hz, IH), 8.61 (d, 
c7=: 3.7 Hz. IH), 8.74 (s, IH). 
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*2 







o 


R2 








o 

c 


J n 




No. 








Rs 


^H-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, J"= 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H), 7.67-7.69 (m, 2H), 
7 71 Cd 2 7 H7 IH'i 7 
(d, 2.7 Hz, IH). 




1-010 


Me 


H 


M:e 


nBu 


0.94 (t, c/= 7.5 Hz, 3H), 1.39 
(sextet, J = 7.5 Hz, 2H), 
1.61-1.71 (m, 2H), 2.21 (s, 
3H), 2.37 (s, 3H), 3.99 (t, 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J = 7.5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m, IH). 


1-011 




H 


Me 


nBu 


0.94 (t, </= 7.5 Hz, 3H), 1.37 

^ocj^ucL, ej — I , tj xxzi, £i 1.1. J ^ 

1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, J= 7.5 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 

7.2 Hz, IH), 7.17 (d, 
7.2 Hz, IH), 7.19 (ddd, «/ = 
7.5, 7,5, 1,5 Hz, IH), 7.23 
(ddd, J •= 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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No. 



^H-NMR (CDCI3) 



1-012 f\-oJ^^\ 
^ Me 



2.16 (s, 3H), 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40-7.44 (m, 1H9, 7.58-7.61 

(m, IH), 7.83 (s, IH). 



1-013 



Me 



O^N Me 
nBu 



0.95 (t, J = 7.2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2.15 (s, 8H), 
2.39 (s, 3H), 4,11 (t, 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.57-7.61 (m, IH), 7.81 (s, IH). 



1-014 



Me 



O^N^^Me 

nBu 



0.96 (t, J= 7.2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J'= 6.9 Hz, 
2H), 4.02 (t, J= 8.1 Hz, 2H), 5.88 (d, 
J= 7.8 Hz, IH), 6.52 (d, J= 7.2 Hz, 
IH). 



1-015 



N 



nBu 



0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 
J= 7.5 Hz, 2H), 1.66 (quint, J =^ 7.5 
Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 
1.87 (quint, J= 6.0 Hz, 2H), 2.58 (t, 
J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.02 (t, 7.8 Hz, 2H), 7.16- 
7.26 (m, 2H), 7,24 (s, IH), 7,40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
6.9 Hz, 2.4 Hz, IH). 



1-016 



nBu 



0.96 (t, c/= 7.5 Hz, 3H), 1.42 (sextet, 
J 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1.81 (quint, = 6.0 Hz, 2H), 2.43 (t, 
J= 6.0 Hz, 2H), 2.61 (t, cr= 6.0 Hz, 
2H), 4.01 (t, ^= 7.8 Hz, 2H), 5,07 (s, 
2H), 6.43 (s, IH), 7.28-7.39 (m, IH), 
7.34 (d, J= 7.5 Hz, 2H), 7.45 (d, J = 
7.5 Hz, 2H). 



1-017 




3.23 (t, 7.5 Hz, 2H), 4,24 (t, 
7.5 Hz, 2H), 6.10 (t, J= 6.9 Hz, IH), 
6,99 (dd, J= 1.8, 6.9 Hz, IH), 7.08- 
7.29 (m, 5H), 7.42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, 1.2, 
7,8 Hz, IH). 



1-018 




3.03 (t, J= 6.1 Hz, 2H), 4.34 (t, J = 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, J= 6,4 
Hz, IH), 7.61 (d, J = 7.9 Hz, IH), 
7.73 (d, J= 7.3Hz, IH). 



1-019 



.0. 




N 
n-Bu 



0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, 
J= 7.5 Hz, 2H), 1.58-1.73 (m, 4H), 
1.81 (quint, 6.0 Hz, 2H), 2.45 (t, 

6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.18 (t, J=: 7.5 Hz, 2H), 4.00 (t, 

7.8 Hz, 2H), 4.07 (t, J= 7.5 Hz, 
2H), 6.34 (s, IH), 7.21-7.33 (m, 5H). 



137 



wo 02/053543 



PCT/JPOl/11427 



I. 



No. 


R3 




^H-NMR (CDCI3) 


2-001 


Me 


Me 


2.28 (s, 3H), 2.49 (s, 3H), 4.17 (s, 3H), 
7.19-7.24 (m, 2H), 7.40 (s, IH), 7.43-7.49 
(m, 2H). 


2-002 


Me 


Et 


1.46 (t, J= 7.2 Hz, 3H), 2.25 (s, 3H), 2.55 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s, IH), 7.42-7.49 (m, 2H). 


2-003 


Me 


nPr 


1.04 (t, 7.2 Hz, 3H), 1.89 (br s, 2H), 
2.25 (s, 3H), 2.52 (s, 3H), 4.71 (br s, 2H), 
7.19-7.26 (m, 2H), 7.36 (s, IH), 7.42-7.49 
(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.80 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H), 


2-006 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
5.64 (br s, IH), 7.20-7.24 (m, 2H), 7.39 (s, 
IH), 7.42-7.48 (m, 2H). 


2-006 


Me 


nPent 


0.92 (t, 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1.85 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.76 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, 7.2 Hz, 3H), 1.30-1.50 (m, 6H), 
1.84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br s, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H), 


Z-UUc5 


Me 


±>n 


2.24 (s, 3H), 2.38 (s, 3H), 6.27 (br s, 2H), 
7.14-7.52 (m, lOH). 


2-009 


Et 


Me 


1.23 (t, J= 7.8 Hz, 3H), 2.50 (s, 3H), 2.61 
(q, 7.8 Hz, 2H), 4.17 (s, 3H), 7.19-7.24 
(IQ, Z!cx)t I .^Z (s, IH), 7.42-7.49 (m, 2H). 


2-010 


Et 


Et 


1.23 (t, 7.5 Hz, 3H), 1.47 (t, 7.2 Hz, 
3H), 2.57 (s, 3H), 2.59 (q, </= 7.5 Hz, 2H), 
4.92 (br 2H), 7.18-7.24 (m, 2H), 7.39 (s, 
IH), 7.43-.7.49 (m. 2H). 


2-011 


Et 


nPr 


1.04 (t, 7.2 Hz, 3H), 1.22 (t, 7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4.72 (br s, 2H), 7.18-7.24 
(m, 2H), 7.38 (s, IH), 1 Al^l A"^ (m, 2H). 


2-012 


Et 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.22 (t, c/= 7.5 Hz, 
3H), 1.42-1.54 (ra, 2H), 1.83 (br s, 2H), 
2.55 (s, 3H), 2.59 (q, c7= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m, 2H). 


2-013 


Et 


Bn 


1.22 (t, J"= 7.5 Hz, 3H), 2.40 (s, 3H), 2.57 
(q, c/= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 
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/U ^ A}n 

No. 






iH-NMR (CDCI3) 


2-014 




Me 


2.55 (s, 3H), 4.10 (s, 3H), 6.57 (d, J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7.40-7.50 (m, 3H). 


2-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, 7.8 Hz, IH), 7.20- 
7.26 (m, 2H), 7.30-7.50 (m, 3H). 


2-016 




nBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, J= 7.5 Hz, 2H), 1.47-1.52 
(m, 2H), 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, J= 9.0 
Hz, IH), 7,26-7.35 (m, 3H), 7.38- 
7.44 (m, IH), 7.60-7.67 (m, IH). 


2-017 


Ac 


nBu 


0.99 (t, J - 7.5 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, J" = 7.8 Hz, IH), 
7.04 (d, J-- 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H), 1.50 
(sextet, J*= 7.8 Hz, 2H), 1.80-1.90 
(m, 2H), 2.51 (s, 3H), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d, c/= 7.8 Hz, IH). 8.44 (br s, IH). 


2-019 


U 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1.41 
(sextet, J= 7.5 Hz, 2H), 1.70 (m, 
2H), 2.43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs, 2H), 6.38 (d, J= 8.1 Hz, IH), 
7.26-7.35 (m, 3H), 7.97 (d, 8.7 
Hz, IH). 


2-020 


H3C-SO2- 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.49 
(sextet, J = 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s, 3H), 3.48 (dd, J= 3.0, 
1.5 Hz, 3H), 4.70 (brs, 2H), 6.47 (d, 
J== 7.8 Hz, IH), 7.31 (dd, J= 7.8, 
1.8 Hz, IH). 


2-021 


err 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.81 (m, 
2H), 2.51 (s, 3H), 4.00 (s, 2H), 4.67 
(brs, 2H), 6.39 (d, J= 7.8 Hz, IH), 
6.98 (d, J= 7.8 Hz, IH), 7.10-7.50 
(m, 5H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.54 (s, 3H), 2.90-3.00 (m, 
2H), 3.10-3.20 (m, 2H), 4,70 (brs, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 6.42 (d, J= 8.1 Hz, IH), 6.97 
(d, J= 8.1 Hz, IH), 7.18-7.34 (m, 
5H). 
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N ^Me 



No. 






^H-NMR (CDCls) 


2-023 




nBu 


0 92 Ct J = 6 Q Hz SH"! 1 37 (m 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, J= 9.0 Hz, 
IH), 7.00-7.30 (m, 5H). 


2-024 




nBu 


0.94 (t, J = 6.9 Hz, 3H), 1.40 

(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, 8.1 Hz, 
IH), 6.97 (dd, 8.1, 1.2 Hz, IH), 
7.21 (d, 7.8 Hz, IH), 7.51 (dd, J 
= 8.1, 7.8 Hz, IH), 7.61 (dd, J= 8.4. 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH), 8.61 (t, J= 8.4 Hz, 2H). 


2-025 




nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, J'= 7.5 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H), 6.51 (dd, 5.1, 4.8 Hz, IH), 
6.57 (d, 7.8 Hz, IH), 7.38 (d, 
8.1 Hz, IH), 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m, 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, 8.1 Hz, IH), 6.60 (d, J= 
7.8 Hz, IH). 


2-027 




nBu 


0.91 (t, J= 7.2Hz, 3H), 1.25-1.44 
(m, 4H,), 1.25-1.44 (m, 4H), 2.40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8.7Hz, 2H), 6.98 (d, J^=9.3Hz, IH), 
7.09 (A2B2-type, J = 8.4Hz, 2H), 
7.25 (d, 9.0Hz, IH). 


2-028 


EtOgC- 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.40 (t, 
7.2 Hz, 3H), 1.47 (sextet, 7.5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, J= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, J=: 7.5, 0.6 Hz, IH), 
7.12 (d, J= 7.5 Hz, IH). 


2-029 


o 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J = 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s, 3H), 4.73 (brs, 2H), 
6.48 (d, 7.8 Hz, IH), 7.18 (d, </= 
7.5 Hz, IH), 7.20-7.70 (m, 3H), 
8.20-8.30 (m, 2H). 
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r2 




No. 


R2 








^H-NMR (CDCI3) 


Z-UdU 


TT 
±1 


TT 
±1 


TT 

JdL 


iPr 


1.45 (s, 3H), 1.48 (s, 3H), 6,31- 
6.45 (m, IH), 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.54 (m, 2H), 7.74 
(dd, J= 1.5, 7.0 Hz, IH). 


2-031 


Me 


H 


H 


nPr 


1.00 (t, J= 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, </= 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7,20-7.28 (m, 2H), 7.43-7.49 (m, 
2H), 7.57 (d, 6.6 Hz, IH). 


2-032 


-CHzOMe 


H 


H 


nPr 


0.96 (t, 7.3 Hz, 3H), 1,35- 

1.47 (m, 2H), 1.81-1.91 (m, 2H), 
3.43 (s, 3H), 4.48-4.56 (m, 3H), 
6.89 (d, 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, c7"= 6,7 Hz, 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, c/= 7.3 Hz, 3H), 1,37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 

4.0/ {b, J — /.D ±lZ, ZiJOl), D.OO- 

6.70 (m, IH), 7.22-7.27 (m, 2H), 
7.43-7.51 (m, 3H), 7.68 (dd, J = 
1.5, 6.4 Hz, IH). 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J = 7.3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m, 2H), 
2.29 (s, 3H), 4.51 (t, </ = 7.4 Hz, 
211) 6 56 (d J" = 6 6 Hz IH^ 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H), 7.59 (d, 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, = 7.3 Hz, 3H), 1,36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, c/= 7.6 Hz, 2H), 7.19- 
7.27 (m, 2H), 7.40-7.52 (m, 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, c7= 7.5 Hz, 
2H), 7.21-7.30 (m, 2H), 7.42-7.52 
(m, 2H), 7.64 (d, J= 2.1 Hz, IH), 
7.79 (d, J= 2.1 Hz, IH). 


2-037 


H 




H 


nBu 


1.00 (t, J = 7.3 Hz, 3H), 1.45 
(sextet, J = 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4.57 (t, J= 7.6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7.44 
(m, 3H), 7.44-7.52 (m, 4H), 7.61 
(d, J= 1.8 Hz, IH), 7.89 (d, J =^ 
1.8 Hz, IH). 
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No. 




Rs 


^H-NMR (CDCI3) 


3-001 




Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, J= 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s, IH), 10.28 
(br s, IH). 






Me 


2.19 (s, 3H), 2,38 (s, 3H), 2.93 (t, J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s, IH), 9.99 (br s, IH). 


3-003 




Et 


1.32 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, </ = 7.2 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s, IH). 


3-004 




Et 


1.33 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 2.93 (t, J 7.5 
Hz, 2H), 3,64-3.71 (m, 2H), 4.21 (q, 
J= 7,2 Hz, 2H), 7.18-7.33 (m, 5H), 
8.32 (s, IH), 10.03 (br s, IH). 


3-005 




nPr 


1.03 (t, J= 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, J= 8.1 Hz, 2H), 4.65 (d, J = 
6.0 Hz, 2H), 7.24-7.38 (m, 5H), 
8.36 (s, IH), 10.30 (br s. IH). 


3-006 




nPr 


1.05 (t, J= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, J= 7.8 Hz, 2H), 7.20- 
7.35 (m, 5H), 8.33 (s, IH), 10.05 
(br s, IH). 


3-007 




iPr 


1.60 (s, 3H), 1.63 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d, J= 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IH), 10.31 (br s, IH). 


3-008 




iPr 


1.62 (s, 3H), 1.64 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 2.93 (d, J" = 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br s, IH), 7.18-7.33 (m, 5H), 8.28 
(s, IH), 10.04 (br s, IH). 


3-009 




nBu 


0.98 (t, 7.2 Hz, 3H), 1.38-1.51 
(m, 2H), 1.61-1.71 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.10 (t, J= 8.1 
Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.21-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s, IH). 


3-010 


o 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, = 
7.2 Hz, 2H), 3.63-3.70 (m, 2H), 
4.11 (t, J= 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8.32 (s, IH), 10.03 (br s, 
IH), 
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/Mtt 

No. 


W 




^H-NMR (CDClg) 


3-011 




nHexyl 


0.89 (t, J== 7.2 Hz, 3H), 1.30-1.50 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.09 (t, 7.8 
Hz, 2H), 4.64 (d, 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH). 


3-012 




nHexyl 


0.91 (t, J= 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, J= 7.5 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, 7.8 Hz, 2H), 7.18-7.32 (m, 
5H), 8.31 (s, IH), 10.04 (br s, IH). 


3-013 




Bn 


2.19 (s, 3H), 2,31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s, IH). 


3-014 




Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3,64-3.71 (m, 2H), 
5.45 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s, IH), 9.98 (br s, IH). 


3-015 




Ph 


2.00 (s, 3H), 2,22 (s, 3H), 4.58 (d, J 
= 5.7 Hz, 2H), 7.15-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH), 


3-016 




Ph 


2.00 (s, 8H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7,16-7.29 (m, 7H), 7.51-7.61 (m, 
3H), 8.46 (s, IH), 9.82 (br s, IH). 
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No. 






^H-NMR (CDCI3) 


3-033 




nBu 


0.93 (t, 7.2 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H), 1.32-1.51 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2.48 
(t, </= 7.8 Hz, 2H), 4.09 (t, J= 7.8 
Hz 211) 4 64 Cd J" = 6 0 Hz 2H'l 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.30 
(br s, IH). 


3-034 




nBu 


0.93 (t, 7.2 Hz, 3H), 1.00 (t, 
1,2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 
3.62-3.70 (m, 2H), 4.10 (t, J= 7.8 
Hz 2H'> 7 lfi-7 .^2 (rr\ KH"! 8 .S5> 
IH), 10.04 (br s, IH). 


3-035 


cr 


JULX CJJ.l<jf J. 


0.90 (t, 6.9 Hz, 3H), 0.98 (t, J 
7.2 Hz, 3H), 1.30-1.53 (m, 8H), 
1.62-1.69 (m, 2H), 2.47 (s, 3H), 2.48 
(t J ^ 1 f% 2H> 4 09 r't ^/ = 7 8 
Hz, 2H), 4.64 (d, J= 5.7 Hz, 2H), 
7,23-7.38 (m, 5H), 8.35 (s, IH), 10.31 
(br s, IH). 


3-036 




nPentyl 


0.90 (t, J= 6.9 Hz, 3H) , 1.00 (t, J = 
7.2 Hz, 3H), 1.28-1.39 (m, 4H), 
1 40-1 55 (m 4H) 1 62-1 72 fm 2H) 
2.42 (s, 3H), 2.47 (t, 7.5 Hz, 2H), 
2.93 (t, J =^ 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J= 7.8 Hz, 2H), 
7.20-7.32 (m, 5H), 8.32 (s, IH), 10.04 
(br s, IH). 


3-037 




I 


0.98 (t, c/ = 7.3 Hz, 3H), 1.38-1.50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
J= 5.8 Hz, 2H), 1.22-1, SI (m, 5H), 
8.78 (s, IH), 10.4 (br s, IH). 


3-038 




I 


1.00 (t, 7.3 Hz, 3H), 1.39-1.51 
(m, 2H), 1.59 (s, 3H), 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t, J'= 7.6 Hz, 
2H), 3.62-3.69 (m, 2H), 4.17 (t, J = 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s, IH), 9.77 (br s, IH). 








1.00 (t, J' = 7.3 Hz, 3H), 1.41-1.53 


3-039 




X) 


(m, 2H), 1.68-1.78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH), 10.25 (br s, IH). 


3-040 




X) 


1.02 (t, J =^ 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.69-1.79 (m, 2H), 2.41 (s, 
3H), 2.94 (t, J= 7.9 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.16 (t, 7.6 Hz, 2H), 
7.19-7.45 (m, lOH), 8.43 (s, IH), 9,98 
(br s, IH). 



144 



wo 02/053543 

^11 



No. 




R3 


iH-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, J = 6.7 Hz, 3H). 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2.93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H), 4.14 (t, J= 7.9 Hz, 2H), 
7.20-7.33 (m, 5H), 8.69 (s, IH), 9.61 
(brs, IH). 



145 



PCT/JPOl/11427 



O 




nBu 



wo 02/053543 



PCT/JPOl/11427 



m 1 2 

o 



nBu 



No. 






^H-NMR (CDClg) 


3-061 


n-Hexyl 


o 

H 


0.86-0.91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1.83 (m, 
2H), 3.38-3,45 (m, 4H), 4.07 (t, 
7.3 Hz, 2H), 6.72 (t, J= 5.5 
Hz, IH), 8.40 (a, J = 2.7 Hz, 
IH), 8.83 (d, </= 2.7 Hz, IH), 
9.69 (t. 5.5 Hz, IH). 


3-062 




O 


1.02 (t, e/ = 7,3 Hz, dH), l.dD- 
1.45 (m, 2H), 1.72-1.82 (m, 2H), 

4.06 (t, J= 7.6 Hz, 2H), 4.58 (d, 
5.5 Hz, 4H), 6.81 (br s, IH), 

7.24-7.36 (m, lOH), 7.42 (d, J" = 

2.7 Hz, IH), 8.78 (d, J= 2.7 Hz, 
IH), 10.00 (br s, IH). 


3-063 




H 


0.97 (t, </= 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, J = 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8.37 (d, J = 
2.7 Hz, IH), 8.65 (d, 2.7 Hz, 
IH), 9.52 (br s, IH). 






O 


0.91-0.96 (m, 6H), 0.93 (t, J = 

rr r> TT r>XT\ -I O CTl -1 A A / >l TT\ 

7.3 Hz, 3H), 1.32-1.44 (m, 4H), 
1.54-1.65 (m, 6H), 1.71-1.81 (m, 


3-064 




I 

(CH2)3CH3 


2H), 3.38 (br s, 4H), 4.02 (t, J = 
7.3 Hz, 2H), 4.64 (d, J= 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz, IH), 10.04 (t, </= 5.5 Hz, 
IH). 


3-065 




H 


0.96 (t, J= 7.3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1,64-1.81 (m, 6H), 
1.96-2.05 (m, 2H), 3.87-3.99 (m, 

4.64 (d, 5.8 Hz, 2H), 6.10 (d, 
7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, J= 2,7 Hz, IH), 
8.72 (d, J= 2.7 Hz, IH), 10.05 
(t, J= 5.8 Hz, IH). 


3-066 


0^ 


o 

^^|sj^(CH2)5CH3 

H 


0.89 (t, 6.7 Hz, 3H), 0.97 (t, 
7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1.82 (m, 2H), 2.93 (t, J = 7.6 
Hz, 2H), 3.38-3.45 (m, 2H), 
3.65-3.72 (m, 2H), 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8,39 (d, 
J= 2.7 Hz, IH), 8.74 (d, J= 2.7 
Hz, IH), 9.78 (t, J = 5.5 Hz, 
IH). 



146 



wo 02/053543 

^13 



No. 






^H-NMR (CDCI3) 


3-067 




I 


0.96 (t, J"= 7.3 Hz, 3H), 1.31-1.44 
(m, 2H), 1.68-1.78 (m, 2H), 3.95 (t, J 
— /,o ±lz, Axl), 4.0Z (a, c/ — /.o Mz, 
2H), 7.23-7.36 (m, 5H), 7.70 (d, </ = 
2.6 Hz, IH), 8.67 (d, J= 2.6 Hz, IH), 
10.03 (br s, IH). 


3-068 






0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t, J 
~ 7.0 Mz, 2x1), 4.67 (a, J — 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, J = 
2.7 Hz, IH), 8.87 (d, 2.7 Hz, IH), 
10.25 (br s, IH). 


3-069 




\i — f 


0.98 (t, J= 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.23-7.40 (m, 8H), 7.45-7.51 

(m, 2H), 7.73 (d, J= 2.7 Hz, IH), 
8.66 (d, J= 2.7 Hz, IH), 10.03 (t, 
5.8 Hz, IH). 


3-070 


nBuO 


H 


0.95 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 
J= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, 3H), 3.98 (t, J= 7.5 Hz, 2H), 
6.24 (d, J= 6.9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH), 8.14 (dd, J= 7.5, 
2.4 Hz, IH). 


3-071 




H 


0.95 (t, J= 6.9 Hz, 3H), 1.36 (sextet, 
c7= 7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7.2 Hz, 2H), 4.60 (d, J = 

6.0 Hz, 2H), 6.36 (t, J= 7.5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, J= 6.3, 

2.1 Hz, IH), 8.47 (dd, J = 7.2, 2.4 
Hz, IH). 


3-072 




CF3 


0.99 (t, c/= 7.3 Hz, 3H), 1.34-1.47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 5H), 7.83 (m, IH), 
8.69 (d, J= 2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t, J= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.95 (t, J= 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, J =^ 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J= 2.4 Hz, IH), 7.42 (d, J= 8.5 Hz, 
IH), 7.65 (d, 2.7 Hz, IH), 8.63 
(dd, 2.7, 0.6 Hz, IH), 9.89 (t, J = 
5.8 Hz, IH). 



147 



PCT/JPOl/11427 




wo 02/053543 

mi 4 



No. 






^H^NMR (CDCI3) 


3-074 




xi5 


1.00 (t, J= 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, J= 7.3 Hz, 2H), 3.69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7.20- 
7.34 (m, 6H), 7.44-7.47 (m, 2H), 
8.63 (s, IH), 8.89 (d, J= 2.4 Hz, 
IH), 10.11 (t, c/= 5.8 Hz, IH). 



148 



PCT/JPOl/11427 




N 
nBu 



wo 02/053543 

* 1 5 



No. 






^H-NMR (CDCI3) 


3-081 




Me 


0.98 (t, J 7.2 Hz, 3H), 1.43 
(sextet, 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, e/ = 
8.1 Hz, 2H), 4.27 (dd, J= 7.2, 6.6 
Hz, IH), 4.64 (d, J= 5.7 Hz, 2H), 
7.20-7.40 (m, 5H), 8.41 (d, J"= 7.5 
Hz, IH), 10.2 (br s, IH). 


3-082 


cr 


nPentyl 


0.98 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (m, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, 7.8 
Hz, 2H), 4.05 (t, J"= 7.8 Hz, 2H), 
4.64 (d, 6.0Hz, 2H), 6.27 (d, J 
= 7.5 Hz, IH), 7,20-7.40 (m, 5H), 
8.44 (d, J- 7.5 Hz, IH), 10.21 (br 
s, IH). 


3-083 




nPentyl 


0.93 (t, J= 6.9 Hz, 3H), 1,00 (t, J 
= 7.2 Hz, 3H), 1.38-1.49 (m, 6H), 
1.63-1.70 (m, 4H), 2.66 (t, J= 7.8 
Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH), 
7.17-7.32 (m, 5H), 8.40 (d, 7.5 
Hz, IH). 9.94 (br s, IH). 


3-084 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.30-1.50 (m, 8H), 
1,60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, J-= 8.1 Hz, 2H), 
4.64 (d, J= 5.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.8 Hz, IH), 10.21 (br 
s, IH). 


3-085 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, J =^ 7.8 
Hz, 2H), 2.93 (t, c/= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, J= 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, J= 7.8 
Hz, IH), 9.94 (t, J= 5.1 Hz,lH). 



149 



PCT/JPOl/11427 



O 




nBu 



PCT/JPOl/11427 



1 6 



No. 


mm. 


iH-NMR (CDCI3) 


3-101 




3.03 (t, J= 6A Hz, 2H), 4.35 (t, J = 

6.4 Hz, 2H), 4.68 (d, = 5.8 Hz, 
2H), 6.94 (d, J= 7.9 Hz, IH), 7.23- 

7.49 (m, 8H), 7.81 (d, J= 7.3 Hz, 
IH), 8.63 (d, =/=7.9 Hz, IH), 10.22 
(br s, IH). 


3-102 


O 

1 1 




1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2.88 (t, J=^ 6.4 Hz, 2H), 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 6.26 (d, 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, J= 7.3 Hz, 
IH), 10.19 (br s, IH). 


3-103 


H J 


X 


2.97 (t, J= 7.3 Hz, 2H), 3.04 (t, J = 
6.4 Hz, 2H), 3.68-3.75 (m, 2H), 4.35 
(t, 6.4 Hz, 2H), 6.92 (d, J= 7.9 
Hz, IH), 7.19-7.35 (m, 5H), 7.37- 
7.43 (m, 3H), 7.80 (dd, J= 1.5, 7.3 
Hz, IH), 8,59 (d, 7.9 Hz, IH), 
9.93 (br s, IH). 


3-104 


" o' 




1.79-1.88 (rQ, 2H), 1.95-2.04 (m, 
2H), 2.87 (t, J== 6.4 Hz, 2H), 2.93 (t, 
7.3 Hz, 2H), 3.65-3.72 (m, 2H), 
4.04 (t, J"= 6.4 Hz, 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, J:= 7.3 Hz, IH), 9.90 (br s, 
IH). 


3-105 


o 


Me 

X 

Me 

nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.39 (s, 3H), 2.63 (s, 3H), 
3.91 (t, J= 7.9 Hz, 2H), 4.60 (s, 2H), 
6.05 (s, IH), 7.20-7.40 (m, 5H). 


3-106 




Me 

A 

^N"^Me 
nBu 


0.98 (t, J = 7,5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4.00 (t, c/= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m, 5H). 




O 


Me 

X/Me 
T 

Me 

nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (s, 3H), 
2.52 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.62 (s, 2H), 7.20-7.42 (m, 5H), 9.02 
(br s, IH). 


3-108 




Me 

^N'^Me 
nBu 


0,98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s, 3H), 2.40 (s, 3H), 
2,44 (s, 3H), 2.93 (t, J= 7.5 Hz, 2H), 
3.67 (t, J= 7.5 Hz, 2H), 4.07 (t, c7" = 
7.8 Hz, 2H), 7.16-7.34 (m, 5H), 8.47 
(br s, IH). 



150 



wo 02/053543 



PCT/JPOl/11427 



1 7 



No. 


mm 


^H-NMR (CDCI3) 


3-109 


o 

|i J H JI 

0''^N Me 

X) 


1.00-1.28 (m,. 4H), 1.56-1.90 (m, 
7H), 2.18 (s, 3H), 2.39 (s, 3H), 4.00 
(br s, 2H), 4.64 (d, J 6.0 Hz, 2H), 
7.20-7.40 (m, 5H), 8.35 (s, IH), 10.3 
(br s, IH). 


3-110 




1.00-1.30 (m,. 4H), 1.58-1.90 (m, 
7H), 2.93 (t, J= 7.5 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 
s, IH). 


3-111 


o 

Me 

|l J H Ji 

0"^N Me 

nPentyl 


0.92 (t, J= 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4.08 (t, J= 8.1 Hz, 
2H), 4.64 (d, J= 5,7 Hz, 2H), 7.20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s, IH). 


3-112 


^^^^^^ 

^ O'^N'^Me 
nPentyl 


0.94 (t, J:=: 7.2 Hz, 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, J= 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t, J = 
7.8 Hz, 2H), 7.20-7.35 (m, 5H), 8.31 
(s, IH), 10.03 (br s, IH). 



151 



wo 02/053543 



PCT/JPOl/11427 



1 8 



nBu 



No. 




1 


^H-NMR (CDCI3) 


4-001 




-CH2- 


0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, 
7.5 Hz, 2H), 1.62 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.28 (s, IH), 10.32 
(br t, 6.0 Hz, IH), 


4-002 




-CH2- 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, 

/.O XxZ, iiXl^, l.Ou vq^l^»'j — XlZ, 

2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, </= 6.0 Hz, 2H), 2.62 (t, J 6.0 
Hz, 2H), 2.74 (t, J=: 6.0 Hz, 2H), 2.93 (t, 
J= 7.8 Hz, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 
= 6.0 Hz, IH). 


4-003 




-CH^- 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, 
/.o xiz, iixi^, ±,oo v^qumx, c/ — /.o -tiz, 
2H), 1.73 (quint, </ = 6.0 Hz, 2H), 1.87 
(quint, J = 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, cT- 6.0 Hz, 2H), 2.82 (t, 
7.8 Hz, 2H), 3.60 (dt, e/= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, 7.5 Hz, 2H), 6.65 
(dd, 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (s, IH), 
10.01 (br t, 6.0 Hz, IH). 


4-004 




-CH2- 


0.99 (t, </= 7.2 Hz, 3H), 1.44 (sextet, J= 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J - 6.0 Hz, 2H), 2.64 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.94 (t, 
J= 7.5 Hz, 2H), 3.70 (q, e/= 6.9 Hz, 2H), 

4.03 (t, J= 7.8 Hz, 2H), 7.20 (d, J=^ 4.8 
Hz, 2H), 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t, J= 6.0 Hz, IH). 


4-005 


a 


-CH2- 


1.01 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz, 2H), 1.70 (quint, J= 7.5 Hz, 
2H), 1.76 (quint, cT" = 6.0 Hz, 2H), 1.91 
(quint, =/= 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, </= 6.0 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 7.09 (t, J= 7.5 Hz, IH), 
7.34 (t, J= 7.5 Hz, 2H), 7.77 (d, J= 7.5 
Hz, 2H), 8.34 (s, IH), 12.18 (br s, IH). 



152 



wo 02/053543 

^19 



No. 




1 


^H-NMR (CDCI3) 


4-006 


car 


-CH2- 


0.98 (t, c7= 7.5 Hz, 3H), 1.43 (sextet, 
7.5 Hz, 2H), 1.65 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, J 6.0 
Hz, 2H), 2.74 (t, 6.0 Hz, 2H), 4.02 (t, 
7.8 Hz, 2H), 4.53 (d, J= 6.0 Hz, 2H), 
5.02 (s, 2H), 6.74 (d, J = 7.8 Hz, IH), 
6.81 (dd, J= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d, J= 1.8 Hz, IH), 8.27 (s, IH), 10.26 
(br t, J= 6.0 Hz, IH). 


4-007 




-CH2- 


0.98 (t, J==^ 7.5 Hz, 3H), 1.44 (sextet, J- 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J = 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.62 (d, J= 5.4 Hz, 2H), 
6.26 (dd, 3.0 Hz, 0.9 Hz, IH), 6.28- 
6.31 (m, IH), 7.35 (d, J= 0.9 Hz, IH), 
8.26 (s, IH), 10.25 (br t, J= 5.4 Hz, IH). 



153 



PCT/JPOl/11427 



nBu 



wo 02/053543 



PCT/JPOl/11427 



^2 0 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-008 




-CHa- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.62 
^^quint, <J — f .0 xiz, 1, /4 (^qumt, 
6.0 Hz, 2H), 1.88 (quint, J'= 6.0 
Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 
2.74 (t, 6.0 Hz, 2H), 4.03 (t, J" = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H), 8,26 
(s, 1H)» 10.35 (br t, 6.0 Hz, IH). 


4-009 




-CHa- 


0.97 (t, J = 7,5 Hz, 3H), 1.43 
(^sextet, J — ( .o Hz, -^11^ l.b4 
(quint, c/= 7.5 Hz, 2H), 1.74 (quint, 
6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, c/= 6.0 Hz, 2H), 
2.73 (t, J = 6.0 Hz, 2H), 3.78 (s, 
3H), 4.01 (t, 7,8 Hz, 2H), 4.57 
(d, J"= 6.0 Hz, 2H), 6.85 (d, 9.0 
Hz, 2H), 7.29 (d, 9.0 Hz, 2H), 
8.27 (s, IH), 10.24 (br t, J= 6.0 Hz, 


4-010 




-O- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.82 (t, J = 
6.0 Hz, 2H), 4.01 (t, 6.0 Hz, 2H), 
4.02 (t, J = 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, J= 6.0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8.22 (s, IH), 10.22 (br 
t, 6.0 Hz, IH). 


4-011 




-O- 


1.00 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.69 
(quint, 7.5 Hz, 2H), 2.83 (t, J' = 

6.0 Hz, 2H), 2.93 (t, 7.5 Hz, 2H), 
3.67 (dt, 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, </= 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH), 9.96 (br t, 
6.0 Hz, IH). 


4-012 




-O- 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, J= 7.5 Hz, 2H), 2.82 (t, J = 

6.0 Hz, 2H), 2.83 (t, 7.5 Hz, 2H), 
3.61 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.59 (s, 2H), 6.71 (d, J 
= 7.5 Hz, 2H), 7.07 (d, 7,5 Hz, 
2H), 8.17 (s, IH), 9.92 (br t, </= 6.0 
Hz, IH). 



154 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


iR-NMR (CDCI3) 


4-013 






0.96 (t, J = 7,5 Hz, 3H), 1.41 
(sextet, 7.5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, J" = 4.2 Hz, 2H), 
2.84 (d, J = 4.2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, J" = 7.5 
Hz, 2H), 4.63 (d, - 6.0 Hz, 2H), 
7,26-7.37 (m, lOH), 8,21 (s, IH), 
10.24 (br t, c7= 6.0 Hz, IH). 


4-014 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, 7-5 Hz, 2H), 2.78 (d, J = 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2.92 (t, J= 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 
2H), 3.69 (s, 2H), 4.01 (t, J" = 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s, IH), 9.99 (br t, J=^ 6,0 Hz, IH). 



155 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDCI3) 


4-015 




^NH 
1 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J= 7.5 Hz, 2H), 2.77 (t, J' = 
6.0 Hz, 2H), 3.19 (t, J= 6.0 Hz, 
2H), 3.86 (s, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.24 (s, IH), 
10.27 (br t, J= 6.0 Hz, IH). 


4-016 




1 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.78 (t, c/ = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, c/= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.18- 
7.34 (m, 5H), 8.21 (s, IH), 10.01 (br 
t, 6.0 Hz, IH). 


4-017 


0^ 


o 


0.98 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J'^ 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (br t, J= 6.0 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 4.49 
(s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t, J = 
6.0 Hz, IH). 


4-018 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, c/= 7.5 Hz, 2H), 1.55-1.90 
(m, lOH), 2.84 (quint, J= 6.0 Hz, 
IH), 2.91 (t, J= 7.5 Hz, 2H), 3.82 
(t, 6.0 Hz, 1/3 X2H), 3.91 (t, J = 
6.0 Hz, 2/3 X2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, 6.0 Hz, 2H), 
7.24^7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8.33 (s, 1/3 X IH), 10.20 (br t, J 
= 6.0 Hz. IH). 



156 



wo 02/053543 



PCT/JPOl/11427 



2 3 





nBu 


No. 




1 


^H-NMR (CDCI3) 


4-019 




o 

1 


0.98 (t, J"= 7.5 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.43 (sextet, J" = 7,5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1,67 (quint, J= 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, J = 
6.0 Hz, 2/8 X2H), 2.89 (t, J" = 6.0 
Hz, 1/3 X2H), 3.77 (t, J= 6.0 Hz, 
1/3 X2H), 3.90 (t, J= 6.0 Hz, 2/3 X 
2H), 4.01 (t, J= 7.8 Hz, 2H), 4.47 
(s, 2/3 X2H), 4.58 (s, 1/3 X 2H), 4.65 
(d, J= 6.0 Hz, 2H), 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10,19 (br t, J== 6.0 Hz, IH). 


4-020 




O 

1 


0.98 (t, J = 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, J= 7.5 Hz, 2H), 
1.65 (quint, J= 7.5 Hz, 2H), 2,85 (t, 
6.0 Hz, 2H), 3.90 (t, c/= 6.0 Hz, 
2H), 4.00 (t, J= 7.8 Hz, 2H), 4.62 
(s, 2H), 4.64 (d, J = 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t, J= 6.0 Hz, IH). 



157 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDCI3) 


4-021 






0,88 (t, J= 7.5 Hz, 1/3 X3H), 0.99 
(t, J = 7.5 Hz, 2/3 X 3H), 1.44 
(sextet, J - 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.86 (t, J = 
6.0 Hz, 1/3 X2H), 2.99 (t, J= 6.0 
Hz, 2/3 X2H), 3.69 (t, J= 6.0 Hz, 
1/3 X2H), 4.02 (t, </= 6.0 Hz, 2/3 X 
2H), 4.06 (t, J = 7.8 Hz, 2H), 4.40 
(s, 1/3 X2H), 4.62 (s, 2/3 X 2H), 4.63 
(d, J 6.0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (s, 2/3 XIH), 8.39 (s, 1/3 
X IH), 8.76 (d, J = 5.4 Hz, 2H), 
10.12 (br t, 6.0 Hz, IH). 


4-022 






1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, 7.5 Hz, 2H), 2.91 (t, J = 
l.b Hz, 2H), 2.92 (t, J = 6.0 Hz, 
2H), 3.66 (dt, J'= 6.3 Hz, 6.9 Hz, 
2H), 4.03 (t, c/= 6.0 Hz, 2H), 4.04 
(t </= 7 5 Hz 2H^ 4 48 Cbr s 2/3 X 
2H), 4.68 (br s, 1/3 X 2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 XIH), 8.37 (br s, 1/3 XIH), 
9.89 (br t, J= 6.0 Hz, IH). 


4-023 






0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, J*= 6.0 Hz, 2H), 
2,89 (quint, J= 6.0 Hz, IH), 2.93 (t, 
J= 7.5 Hz, 2H), 3.68 (dt, J= 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t, J= 6.0 Hz, 1/3 
X 2H), 3.91 (t, c7= 6.0 Hz, 2/3 X 2H), 
4.02 (t, J= 7.8 Hz, 2H), 4,52 (s, 2/3 
X2H), 4.58 (s, 1/3X2H), 7.18-7,34 
(m, 5H), 8.27 (s, 2/3 X IH), 8.30 (s, 
1/3 XIH), 9.93 (br t, J ^ 6.0 Hz, 
IH). 



158 



PCT/JPOl/11427 




No. 




I 


iH-NMR (CDCI3) 


4-024 




O 

1 


0.98 (t, </= 7.5 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.45 (sextet, c7 = 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, J 7.5 Hz, 2H), 
2.37 (t, c/= 7.5 Hz, 2H), 2,84 (t, c/ = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.68 (q, c/ = 6.9 Hz, 2H), 3.77 
(t, c/= 6.0 Hz, 1/3 X2H), 3.90 (t, 
6.0 Hz, 2/3 X2H), 4.03 (t, J" = 7.8 
Hz, 2H), 4.47 (s, 2/3 X2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 X IH), 8.30 (s, 1/3 X IH), 9.81 
(br t, c/= 6.0 Hz, 1/3 X IH), 9.93 (br 
t, 6.0 Hz, 2/3 X IH). 


4-025 




O 

1 


1.00 (t, 7.5 Hz, 3H), 1.30 (s, 
9H), 1.45 (sextet, </ = 7.5 Hz, 2H), 
1.66 (quint, </= 7.5 Hz, 2H), 2.85 (t, 
6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (dt, J = 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, 6.0 Hz, 2H). 4,01 
(t, J = 7,8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8.28 (s, IH), 9.94 
(br t, J= 6.0 Hz, IH). 


4-026 






0.88 (t, J = 7.5 Hz, 1/3 X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J = 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, c7 = 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6.0 Hz, 2H), 

4.07 (t, 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.35 (s, 1/3 XIH), 8.76 (d, 

4.8 Hz, 2H), 9.85 (br t, 6.0 Hz, 
IH). 



159 



wo 02/053543 



PCT/JPOl/11427 



2 6 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-051 




1 


0.97 (t, c/= 7.5 Hz, 3H), 1.41 (sextet, J = 
7.5 Hz, 2H), 1.69 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J = 
7.5 Hz, 2H), 3.00 (t, J= 7.5 Hz, 2H), 3.98 
(t, J= 7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t, J= 6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J =^ 
7.5 Hz, 2H), 1.70 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J" = 
7.5 Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 3.00 
(t, 7,5 Hz, 2H), 3.67 (dt, J= 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7.18-7.34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t, J= 6.0 Hz, IH). 


4-053 




3 


0.98 (t, J= 7.5 Hz, 3H), 1,44 (sextet, J 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, 7.8 Hz, 
2H), 4.64 (d, J*= 6.0 Hz, 2H), 7.22-7.38 
(m, 5H), 8.33 (s, IH), 10.31 (br t, J- 6.0 
Hz, IH). 


4-054 




3 


0.99 (t, 7.5 Hz, 3H), 1.46 (sextet, J" = 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2.71 (t, </= 6.0 Hz, 2H), 2.71 
(t, J= 7.5 Hz, 2H), 2.72 (t, 6.0 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.17 
(br t, 7.8 Hz, 2H), 7.19-7.34 (m, 5H), 
8,29 (s, IH), 10.05 (br t, J= 6.0 Hz, IH). 


4-055 




3 


0.98 (t, J — 7.5 Mz, oH)> 1.44 (sextet, J = 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, </ = 
6,0 Hz, 2H), 2.71 (t, J"= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, c7= 7.8 Hz, 
2H), 4.59 (d, 6.0 Hz, 2H), 6.99 (t, c/ = 
9.0 Hz, 2H), 7.32 (dd, 9.0 Hz, 6.0 Hz, 
2H), 8.32 (s, IH), 10.32 (br t, 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, 
7.5 Hz, 2H), 1.57-1.66 (m, 4H), 1.69 
(quint, 6.0 Hz, 2H), 1.86 (quint, c/ = 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.89 
(t, 7.5 Hz, 2H), 2.94 (t, J =^ 6.0 Hz, 
2H), 3.63 (dt, 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br t, J= 7.8 Hz, 2H), 6.97 (t, J= 9.0 Hz, 
2H), 7.20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s, IH), 10.04 (br t, 6.0 Hz, IH). 



160 



wo 02/053543 



PCT/JPOl/11427 



o 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-057 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.57-1.68 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.70 (t, J= 6.0 Hz, 2H), 2.84 
(t, c/= 7.5 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 3.63 (dt, 9.0 Hz, 6.0 Hz, 2H), 
4.16 (br t, =7= 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, J= 8.4 Hz, 2H), 7.06 (d, 
8.4 Hz, 2H), 8.29 (s, IH), 10.10 (br t, J" = 
6.0 Hz, IH). 



161 



wo 02/053543 



PCT/JPOl/11427 



2 8 

O 



^riBu 



No. 




n 


^H-NMR (CDCI3) 


4-058 




3 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.57-1.68 (m, 4H), 1.69 (quint, J =^ 
6.0 Hz, 2H), 1.86 (quint, J= 6.0 Hz, 2H), 
2.70 (t, J= 6.0 Hz, 2H), 2.81 (t, 7.5 Hz, 
2H), 2.93 (t, c7= 6.0 Hz, 2H), 3.60 (dt, 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, J= 7.8 Hz, 
2H), 6.40 (d, J= 8.4 Hz, 2H), 7.05 (d, J= 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, J = 6.0 
Hz, IH). 


4-059 




3 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 
Hz, 2H), 1.56-1.68 (m, 4H), 1.69 (quint, J = 
6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 2H), 
2.71 (t, 6.0 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 4.16 (br t, 7.8 Hz, 2H), 4.48 (d, J = 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.80 (s, IH), 10.35 
(br t, J= 6.0 Hz, IH). 


4-060 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.56-1.69 (m, 4H), 1.70 (quint, J = 
6.0 Hz, 2H), 1.87 (quint, J 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H), 2.95 (t, J== 6.0 Hz, 
2H), 4.18 (br t, 7.8 Hz, 2H), 4.70 (d, 
6.0 Hz, 2H), 7.43 (d, J= 8.1 Hz, 2H), 8.00 
(d, J= 8.1 Hz, 2H), 8.33 (s, IH), 10.44 (br t, 
J = 6.0 Hz, IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1,34 (m, 4H), 
1.42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2,93 (br t, 
J= 6.0 Hz, 2H), 4.12 (br t, J= 7.8 Hz, 2H), 
4.64 (d, c/= 6.0 Hz, 2H), 7.23-7.41 (m, 5H), 
8.38 (s, IH), 10.36 (br t, 6.0 Hz, IH 


4-062 




6 


0.98 (t, 7.5 Hz, 3H), 1.24-1.33 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J= 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 
7.5 Hz, 2H), 2.95 (t, J= 6.0 Hz, 2H), 3,67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.14 (br t, ^ = 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (br t, J= 6.0 Hz, IH). 



162 



wo 02/053543 



2 9 



No. 




^H-NMR (CDCI3) 


4-101 




0.97 (t, 7.5 Hz, 3H), 1.35-1.53 (m, 4H), 
1.44 (sextet, J= 7.5 Hz, 2H), 1.60-1.78 (m, 

6H), 2.64 (t, J= 6.0 Hz, 2H), 2.88 (t, = 
6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 2H), 
4.64 (d, 6.0 Hz, 2H), 7.17-7.39 (m, 5H), 
8.34 (s, IH), 10,34 (br t, J= 6.0 Hz, IH). 


4-102 




0.99 (t, J=: 7.5 Hz, 3H), 1.34-1.53 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1,62-1.80 (m, 
6H), 2.64 (t, ^=6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 2.94 (t, 7.5 Hz, 2H), 3.67 
(dt, 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, J=^ 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t, J= 8.0 Hz, IH). 


4-103 




0,99 (t, 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 
2.90 (t, J= 7.5 Hz, 2H), 3.64 (dt, J= 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 
2H), 6.98 (t, J= 8.4 Hz, 2H), 7.21 (dt, 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, c/= 6.0 Hz, IH). 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, 7.5 Hz, 2H), 1.61-1.73 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
^ 6.0 Hz, 2H), 2.82 (t, J= 7.5 Hz, 2H), 
2.88 (t, J = 6.0 Hz, 2H), 3.61 (dt, = 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, J = 7.8 Hz, 
2H), 6.64 (d, J= 8.4 Hz, 2H), 7.05 (d, 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t, 
6.0 Hz, IH). 


4-105 




0.99 (t, J= 7.5 Hz, 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J= 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, J" = 7.8 Hz, 
2H), 6.76 (d, J= 8.4 Hz, 2H), 7.08 (d, = 
8.4 Hz, 2H), 8,31 (s, IH), 10.10 (br t, ^ = 
6.0 Hz, IH). 
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o 


CO 


No. 


JCv 




JnL-JNlViJX (K^UKjIq) 


4-301 




L^OMe 


1.36 (quint, J*= 6.0 Hz, 2H), 1.49 
(quint, J'= 6.0 Hz, 2H), 1,61-1.68 
(m, 2H), 1.69 (quint, J"= 6.0 Hz, 
2H), 2.66 (t, c/= 6.0 Hz, 2H), 3.03 
(t, ^= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, J= 5.4 Hz, 2H), 4.32 (t, J 
= 5.4 Hz, 2H), 4.64 (d, J== 6.0 Hz, 
2H), 7.26-7.40 (m, 5H), 8.36 (s, 
IH), 10.25 (br t, J= 6.0 Hz, IH). 


4-302 




L^OMe 


(quint, </= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, 6.0 Hz, 
2H), 2.66 (t, c/= 6.0 Hz, 2H), 2.94 
(t, J= 7.5 Hz, 2H), 3.03 (t, J ^ 
6.0 Hz, 2H), 3.31 (s, 3H), 3.67 
(dt, J" 9 0 Hz 6 0 Hz 2H') 3 68 
(t, J'= 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (s, IH), 9.98 (br t, J = 6.0 
Hz, IH). 


4-303 






0.99 (d, J = 6.7 Hz, 6H), 1.32- 
1.82 (m, IIH), 2.64 (t, J= 6.3 Hz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4.20 (br s, 2H), 4.64 (d, </ = 
5.8 Hz, 2H), 7.23^7.40 (m, 5H), 
8.34 (s, IH), 10.3 (t-like). 


4-304 






(CD3OD): 1.24-1.57 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, J= 
7.5 Hz, 2H), 4.41 (t, J - 7.5 Hz, 
2H), 4.61 (s, 2H), 7.22-7.40 (mi 
7H), 8.44 (A2B2, J= 5.2 Hz), 8.26 
(d, J= 0.9 Hz, IH). 


4-305 






1.32-1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, 7.5 Hz, 2H), 2.64 
(t, 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4.26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8.34 (s, IH), 10.29 
(d, J= 5.8 Hz, 2H). 


4-306 






1.32-1.50 (m, 4H), 1.52-1.72 (m, 
4H), 2.17 (quint, J= 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, </= 6.7 Hz, 2H), 4.65 
(d, J= 5.8 Hz, 2H), 6.98 (s, IH), 
7.10 (s, IH), 7.22-7.40 (m, 5H), 
7,54 (s, IH), 8.35 (s, IH), 10.19 
(t, J= 5.8 Hz, IH). 
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R« 


^H-NMR (CDCI3) 


4-307 


cr 




x.o4-i.o4 (^m ,4x1^, i.ou-l.oJL (,ni, 
4H), 1.82-1.94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, 6.4 Hz, 2H), 
2.93 (t, 6.4 Hz, 2H), 3.70 (t, 
- 4.5 Hz, 2H), 4.17 (t, 7.5 Hz, 
2H), 4.64 (d, J = 5,8 Hz, 2H), 
7.20-7.39 (m, 5H), 8.34 (s, IH), 


4-308 






1.30-1.42 (m, 2H), 1.42-1.52 (m, 
2H), 1.60-1.80 (m, 4H), 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, J= 6.1 Hz, 
2H), 3.01 (t, 1.1 Hz, 2H), 4.31 
(t, J= 1.1 Hz, 2H), 4.87 (t, c/ = 
5.8 Hz, 2H), 7.14-7.28 (m, 2H), 
7 30-7 42 4H^ 7 57 ^'ddd = 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s, 
IH), 8.51 (d-like, 2H), 10.3 (t, J 
= 5.8 Hz, IH). 


4-309 


cr 




1.37-1.53 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, J= 6.1 Hz, 2H), 2.81 
(t, 6.4 Hz, 2H), 4.64 (t, 
5.8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7.42 (m, 7H), 8.45 (s, IH), 
8.45-8.58 (m, 2H), 10.1 (t, </= 5.8 
Hz,lH). 


4-310 






1.35-1.55 (m, 4H), 1.60-1.80 (m, 
4H), 2.68 (t, J= 5.9 Hz, 2H), 2.74 
(t, J= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(A2B2, J= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s, IH), 8.54-8.58 
(m, 2H), 10.1 (t-like, IH). 
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No. 



^H-NMR (CDClg) 



4-.311 



Me O 




0.99 (t, 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5,9 Hz, 2H), 
2.88 (t, J*= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7,14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, J= 7.5 
Hz, IH). 



4-312 



Me O 




0.99 (t, </= 7.4 Hz, 3H), 1.36-1,75 
(m, 12H), 2.62 (t, J= 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, «/= 7.5 
Hz, IH). 



4-313 



Me MeO 




0.98 (t, J-= 7.1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s, 6H), 2.64 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.5 Hz, 
2H), 3.19 (s, 2H), 4.07 (brs, 2H), 
7.16-7.26 (m, 5H), 8.33 (s, IH), 9.87 
(s, IH). 



4-314 




nBu 



0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, </ = 5.9 Hz, 2H), 
2.89 (t, J= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, </ = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, </ = 6.3 Hz, 
IH). 



4-315 




0.98 (t, c/= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, J= 5.9 Hz, 2H), 
2.89 (t, 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11,4, 6.9 Hz, IH), 4,10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 



4-316 




0.99 (t, J =: 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J= 5.9 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz, IH). 



4-317 




0.99 (t, J= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J 5.9 Hz, 2H), 
2.89 (t, J= 6.0 Hz, 2H), 3.91 (d, 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz, IH). 



4-318 




0.97 (t, J= 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t, = 6.0 Hz, 2H), 
2.88 (t, J= 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 
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^H-NMR (CDCI3) 


4-319 


A O 

(J '"too 

nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.25-1.77 
(m, 12H), 2.18 (m, IH), 2.64 (t, 
6.0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs, 2H), 
7.16-7.30 (m, 5H), 8.33 (s, IH), 
10.12 (d, 3,6 Hz, IH). 


4-320 


Me MeO 

O^N N — 
nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.30-1.55 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H), 2.58 (t, 6.0 Hz, 2H), 2.88 
(t, J - 6.8 Hz, 2H), 4.00-4.23 (m, 
2H), 7.10-7.40 (m, 5H), 7.46 (d, c/ = 
8.4 Hz, 2H), 8.23 (s, IH). 


4-321 


^ o 

nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, J= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
^ 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-322 


nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4,38 (m, 2H), 4.64 (d, J= 6.3 Hz, 
2H), 7.18-7.43 (m, 5H), 8.36 (s, IH). 


4-324 




1.20-1.90 (m, 8H), 2.12-2.28 (m, 
2H), 2.65 (t, 6.6 Hz, 2H), 2.92- 
3.02 (m, 4H), 3.60 3.78 (m, 4H), 
4.29 (t, 9.0 Hz, 2H), 7.10-7.40 
(m, 5H), 8.33 (s, IH). 


4-325 


o 

•iS^ O 


1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, 6.3 Hz, 2H), 2.92 (t, J = 
6.6 Hz, 2H), 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, 6.9, 2.1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d, J= 6.0 
Hz, 2H), 6.48 (dd, J= 14.1, 6.6 hz, 
IH), 7,21-7.42 (m, 5H), 8.36 (s, IH), 
10.29 (brs, IH). 


4-326 




1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
6.0 Hz, 2H), 2.64 (t, 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, 6.0 Hz, 2H), 
4.05 (dd, 6,9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m, 
5H), 8,32 (s, IH), 10.01 (brs, IH). 
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mm. 


^H-NMR (CDCI3) 


4-327 


o 


1.38-1.81 (m, 8H), 1.88-1.96 (m, 
2H), 2.66 (t, J= 6.3 Hz, 2H), 2.93 
(t, 6.3 Hz, 2H), 3.52 (t, J'= 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, 
6.3 Hz, 2H), 7.22-7.38 (m, 5H), 8.40 
(s, IH), 10.18 (brs, IH). 


4-328 




1.38-1.95 (m, lOH), 2.65 (t, J= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3,52 (m, 2H), 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (m, 5H), 8.37 (s, IH), 9.88 
(brs, IH). 




nBu 


0.96 (t, J= 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H), 1.97 
(ddd, J = 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J = 16.5, 9.3, 3.6 
Hz, IH), 3.93-4.20 (m, 2H), 5.67 
(q-like, IH), 7.10-7.35 (m, 3H), 7.38 
(m, IH), 8.37 (s, IH). 


4-330 


O 


1.25-1.28 (m, 14H), 2.65 (t, J= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2,92 (t, J- 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IH), 10.25 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, J= 6.3 
Hz, 2H), 2.80 (m, 2H), 2.90-2.96 (m, 
4H), 3.68 (q, J = 6.3 Hz, 2H), 4,23 
(brs, 2H), 7.21-7.33 (m, 5H), 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H), 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
c/= 6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2,98 (d, 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H), 8.27 (s, IH). 
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4-501 


n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, 7,5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, c/= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
9.58 (br t, 5.7 Hz, IH), 






0,95 (t, J = 7.5 Hz, 3H), 1.37 


4-502 


n-Bu 


(sextet, 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.92 (t, J 
^ 7,5 Hz, 2H), 4.50 (s, 2H), 5.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d, = 8.4 Hz, IH), 6.88 (s, IH), 
7.13 (s, IH), 9.58 (br s, IH). 


4-503 


MeO-<f\^N'\^=SP 
n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H), 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, c/= 8.4 Hz, 
2H), 9.54 (br s, IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.87 
(sextet, J= 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, J'= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, 3.0 Hz, 0.9 Hz, IH), 6,30 
(dd, 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7.35 (dd, J= 1.8 Hz, 0.9 Hz, 
IH), 9.65 (br s, IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4.02 (t, J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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No. 


mm 


^H-NMR (CDCI3) 


4-506 


n-Bu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, J= 6.0 Hz, 2H), 2,54 (t, J- 6.0 
Hz, 2H), 2.70 (t, J= 6.0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t, J=- 7.8 Hz, 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, J = 7.5 Hz, 
8H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1.77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 2.68 
(t, 6.0 Hz, 2H), 2-97 (s, 3H), 4.01 
(t, 7.8 Hz, 2H), 4.49 (s, 2H), 7.17- 
7.40 (m, 6H). 


4-507 


O N |i 
n-Bu 


0.89 (t, J= 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.92 (quint, J= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, J= 9.0 Hz, 2H), 
2.58, 2.76 (ABq, J= 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, J= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.56 (dd, </= 7.2 Hz, 2.4 
Hz, IH), 8.10 (s, IH). 


4-508 


n-Bu 


0.91 (t, 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.91 (quint, J= 6.6 Hz, 
2H), 2,65, 2.80 (ABq, </= 9.0 Hz, 2H), 
2.66, 2.79 (ABq, J-= 7.5 Hz, 2H), 4.42 
(t, J= 7.5 Hz, 2H), 7.38-7.46 (m, 3H), 
7.57 (d, 7.5 Hz, IH), 8.39 (s, IH)! 
14.77 (br s, IH), 


4-509 


O 

n-Bu 


0.88 (t, J= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, c/= 6.0 Hz, 
2H), 2,62, 2.78 (ABq, 9.0 Hz, 2H), 
2.64, 2.76 (ABq, J= 7.5 Hz, 2H), 4.35 
(t, 7.5 Hz, 2H), 4.68 (d, J= 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, 
6.9 Hz, 2.4 Hz, IH), 8.46 (s, IH), 
10.33 (br t, J= 6.0 Hz, IH). 


4-510 


H L i 
n-Bu 


0.90 (t, J= 7.5 Hz, 3H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J"= 7.5 Hz, 2H), 2.96 
(t, J= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, J= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7,53 (dd, J== 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br J = 6.0 Hz, 
IH). 
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No. 




^H-NMR (CDCI3) 


5-001 


Me 


0.98 (t, J"= 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t, 
J= 7.8 Hz, 2H), 8.20 (s, IH), 8.35 (br s, IH). 


5-002 


a. 


1.00 (t, e/= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.14 (t, J'= 7.8 Hz, 
2H), 7.44-7.57 (m, 3H), 7.92-7.96 (m, 2H), 8.41 (s, IH), 
9.22 (br s, IH). 


5-003 


F 


0.99 (t, J = 7,2 Hz, 3H), 1.39-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1,8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 

IH), 9. / 5 (br s, IH), 


5-004 




1.00 (t, J 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2,17 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9,16 (br s, IH). 


5-005 


CI 


0.98 (t, c/= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, J= 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, J= 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
J= 7.8 Hz, 2H), 7.20-7.26 (m, 2H), 7.32-7.37 (m, IH), 
7,54 (d, J= 7.8 Hz, IH), 8.39 (s, IH), 8.74 (br s, IH). 


5-007 




1,00 (t, J"= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
J= 7,8 Hz, 2H), 7.35 (m, 2H), 7.74 (m, 2H), 8.41 (s, 
IH), 9,21 (br s, IH). 


5-008 




0.99 (t, J- 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 (m, 
2H), 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, J = 
7.8 Hz, 2H), 7.27 (d, J= 8.1 Hz, 2H), 7.84 (d, J= 8.1 
Hz, 2H), 8.40 (s, IH), 9.20 (br s, IH). 


5-009 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.35 (s, 3H), 4.13 (t, J := 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7.48 (m, IH), 7.63-7.70 (m, 
2H), 8.38 (s, IH), 9.19 (br s, IH). 


5-010 




0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (s, 3H), 2.36 (s, 3H), 4,12 (t, c/= 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7.79 (dd, J= 1.2, 7.2 Hz, IH), 
7.88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, J= 8.1 Hz, IH), 8.45 
(dd, J'= 1,5, 7.5 Hz, IH), 8.50 (s,lH), 8.95 (br s, IH). 


5-011 




1.01 (t, J= 7,2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m, 2H), 2.19 (s, 3H), 2.36 (s, 3H), 4.16 (t, 7.8 Hz, 
2H), 7.53-7.62 (m, 2H), 7.88-8.03 (m, 4H), 8.47 (s, 2H), 
9.41 (br s, IH). 
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No. 




^H-NMR (CDCI3) 


5-012 




0.96 (t, 7.2 Hz, 3H), 1.35-1.47 (m, 2H), 
1.57-1.67 (m, 2H), 2.09 (s, 3H), 2.28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, J= 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (s, IH), 8.40 (br s, IH). 


5-013 




0.98 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, J= 7.5 Hz, 2H), 3.04 (t, J" = 7.5 Hz, 
2H), 4.09 (t, J= 7.8 Hz, 2H), 7.17-7.34 (m, 
5H), 8.23 (s, IH), 8.35 (br s, IH). 


5-014 


CO2H 


0.92 (t, J = 7.2 Hz, 3H), 1.31-1.39 (m, 2H), 
1.51-1.62 (m, 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (t, 7,8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, 7.5 Hz, IH), 8.14 (s, IH), 8.99 (s, IH), 
13.06 (br s, IH). 


5-015 


nBuO- 


0.94 (t, J =^ 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.09 (t, J"= 7.8 Hz, 2H), 4.15 (t, 6.6 Hz, 
2H), 7.73 (br s, IH), 7.85 (br s, IH). 






0.99 (t, </= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.62-1.73 (m, 2H), 2.11 (s, 3H), 2.31 (s, 3H), 
4.13 (t, J= 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s, IH), 8.09 (br s, IH). 


5-017 


BnO- 


0.97 (t, J"= 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, ^= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s, IH), 7.86 (s, IH). 


5-018 


a: 


0.90 (t, J = 7.2 Hz, 3H), 1.27-1.40(iii, 2H), 
1.57-1.67(m, 2H), 2.14(s, 3H), 2.31(s, 3H), 
4.09(t, J = 7.8 Hz, 2H), 6,91-6.97(m, IH), 
7.28-7.34(m, IH), 7.49(br s, IH), 7.50-7.54(m, 
IH), 8.08-8.11(m, IH), 8.10(s, IH), 8.38(br s, 
IH). 


5-019 




1.00 (t, 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.15 (t, c/= 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (s, 
IH). 


5-020 


„;;?^S02NH- 

u 


0.98 (t, J=- 7.2 Hz, 3H), 1.42-1.75 (ni, 4H), 2.12 
(s, 3H), 4.27 (t, J= 7.8Hz, 2H), 7.48-7.61 (m, 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH), 10.35 (br 
s. IH). 
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No. 



^H-NMR (CDCI3) 



V^N H 

5-101 \^^YY^^ 

nBu 



0.97 (t, 7,2 Hz, 3H), 1,36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7.30-7.35 (m, 
2H), 7,48-7.52 (m, IH), 7.69-7.72 (m, 
IH). 



0.98 (t, J"= 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, J 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 



5-102 




H H 
N 



O N Me 



N 
nBu 



5-103 



H 



Me 



nBu 



0.92 (t, J= 7.2 Hz, 3H), 1.25-1.37 (m, 
2H), 1.45-1.55 (m, 2H), 2.08 (s, 3H), 
2.23 (s, 3H), 3.97 (t, J= 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.55 (n, 2H), 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 



5-104 




W^N^^^Me 



H Me 
I „ 
nBu 



0.95 (t, 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1.59-1.70 (m, 2H), 2.00 (s, 3H), 
2.30 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 
7.82 (m, 4H). 



5-105 




Me 



^N' ^Me 
nBu 



0.96 (t, 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.62-1.73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, ^= 8.1 Hz, 2H), 
7.30 (s, IH), 7.72-7.77 (m, 2H), 7.88- 
7.94 (m, 2H). 



5-106 




0.99 (t, 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, J= 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m, 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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^4 0 



nBu 



No. 




^H-NMR (CDCI3) 


6-001 




0,99 (t, J ^ 7.5 Hz, 3H), 1.45 (sextet, 7.5 
Hz, 2H), 1.66 (quint, J ^ 7.5 Hz, 2H), 1.74 
(quint, c/= 6.0 Hz, 2H), 1.87 (quint, </= 6.0 Hz, 
2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, c/= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, 
IH). 


b-UUZ 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (s, IH), 8.44 (br s, IH). 


6-003 




0.97 (t, c/= 7.5 Hz, 3H), 1.42 (sextet, 7.5 
Hz, 2H), 1.61 (quint, J= 7.5 Hz, 2H), 1.71 
(quint, J = 6.0 Hz, 2H), 1.84 (quint, J'= 6.0 Hz, 
2H), 2.55 (t, J-= 6.0 Hz, 2H), 2.65 (t, J'= 6.0 Hz, 
2H), 2.70 (t, 7.8 Hz, 2H), 3.04 (t, 7.8 Hz, 
2H), 4.02 (t, </= 7.8 Hz, 2H), 7.18-7.33 (m, 5H), 
8.15 (s, IH), 8.41 (br s, IH). 


6-004 




0.98 (t, 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.64 (quint, J - 7.5 Hz, 2H), 1.72 
(quint, J = 6.0 Hz, 2H), 1.85 (quint, 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, J= 7.8 Hz, 2H), 4.60 (s, 2H), 7.03 
(d, J-= 7.8 Hz, 2H), 7.32 (d, J= 7.8 Hz, 3H), 
8.19 (s, IH), 9.49 (br s, IH). 


6-005 




0.92 (t, =7= 7.5 Hz, 3H), 1.32 (sextet, J 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.55 (t, J 
= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, J=- 6,0 Hz, 2H), 5.72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
s, IH). 


6-006 


a" 


(in (i^-DMSO): 0.93 (t, J= 7.5 Hz, 3H), 1.35 
(sextet, </= 7.5 Hz, 2H), 1.56 (quint, 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, J= 6.0 Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 
4.00 (t, </= 7.5 Hz, 2H), 6.96 (t, 7.2 Hz, IH), 
7.27 (t, c/= 7.5 Hz, 2H), 7.43 (d, 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.63 (quint, J = 7.5 Hz, 2H), 1.70 
(quint, J= 6.0 Hz, 2H), 1.83 (quint, J= 6.0 Hz, 
2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 
2H), 4.01 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 
7.29-7.41 (m, 5H), 7.76 (s, IH), 7.86 (br s, IH). 
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No. 


mm. 


^H-NMR (CDCI3) 


7-001 


nBuO N Me 


0.71 (t, J ~ 7.2 Hz, 3H), 1. 10-1.23(m, 
2H), 1.46-1.55(m, 2H), 2.22(s, 3H), 
2.43(s, 3H), 4.28 (t, 6.3 Hz, 2H), 
7.20-7.29(m, 2H), 7.38-7. 41(m, IH), 
7.58-7.60(m, IH), 7.67(s, IH). 


7-002 


nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.37-1.49 
(m, 2H), 1.60-1.80 (m, 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (s, 3H), 4.71 
(br s, 2H), 7.30-7.35 (m, 3H), 8.01 (s, 
IH), 8.04 (s, IH). 


7-003 


n^^M Mo 

w i\j ivie 
nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.50 
(m, 2H), 1,62-1.73 (m, 2H), 2.07 (s, 
oxl>, Z,6o \s, 6j±)t 4.U9 (t, e/ = 7.8 Hz, 
2H), 6.96 (s, IH). 




xP 

O N Me 
Bn 




7-004 


2,07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 
3H), 5.42 (br s, 2H), 7.19-7.54 (m, 
9H). 


7-005 


MeO^J^Et 
Bn 


1.10 (t, J= 7.5 Hz, 3H), 2.30 (s, 3H), 

9 f;q (n .T — 7 ^ 9'PT^ ft^ QTT\ 
^.oo ^q, c/ — / xiz, zxi^, o.oD \S, oJOLy, 

5.41 (br s, 2H), 7.18-7.55 (m, 9H), 


7-UUo 


O 

(X H XX 

nSuO-^N CH3 


0.84 (t, 7.2 Hz, 3H), 1.28 (sextet, 
J= 7.5 Hz, 2H), 1.61-1.68 (m, 2H), 
2.46 (s, 3H), 4.42 (t, J= 6.6 Hz, 2H), 
4,64 (d, J= 5.1 Hz, IH), 6.87 (d, c/ = 
6.0 Hz, IH), 7.26-7.37 (m, 5H), 8.32 
(br s, IH), 8.42 (d, J= 7.5 Hz, IH). 


7-007 


0 

nBu 


0.95 (t, J= 7.2 Hz, 3H), 1.39 (m, 2H), 
1.74 (m, 2H), 3.98 (t, J= 7.5 Hz, 2H), 
4.50 (d, 5.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (brs, IH), 6.36 (brs, 
IH), 6.56 (dd, 9.6, 3.6 Hz, IH), 
7.25-7.36 (m, 5H), 7.86 (m, IH), 8.22 
(m, 2H). 


7-008 


nBu 


0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 
(m, 2H), 1,69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m, IH), 7.66 (dd, 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, 7.0 Hz, 
IH), 7.06-7.27 (m, 5H), 7.39 (dd, 
1.8, 7.0 Hz. IH). 
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No. 


mm. 


^H-NMR (CDCI3) 


7-010 


H 




(in CDCI3 + CD3OD): 2.17 (quint, J= 
6.3 Hz, 2H), 2.63 (t, </= 6.3 Hz, 2H), 
3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 
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m4 3 



No. 


mm 


^H-NMR (CDCI3) 


7-011 


1 

nBu 


0.97 (t, 7.5 Hz, 3H), 1.38 (sextet, J 
— 7.0 Hz, 2H), 1.76 (quint, c/ = 7.5 Hz, 
2H), 2.15 (quint, J= 6.3 Hz, 2H), 2,61 
(t, J= 6.3 Hz, 2H), 3.06 (t, c/= 6.3 Hz, 
2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


nBu 


0.96 (t, </= 7.5 Hz, 3H), 1.37 (sextet, J 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, </= 6.3 Hz, 2H), 2.87 (t, J=^ 6.3 Hz, 
2H), 3.93 (t, J= 7.5 Hz, 2H), 7.22 (s, 
IH). 


7-013 


Kl/^ 1 I 

Til 

1 „ 
n-Bu 


0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1,76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 
(t, J= 6.0 Hz, 2H), 3.06 (t, c/= 6.0 Hz, 
2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 
Hz, 2H), 8.39 (s, IH). 


7-014 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, J= 6.3 Hz, 2H), 2.87 (t, 6.3 Hz, 
2H), 4.81 (t, 7.5 Hz, 2H), 7.50 (s, 
IH). 


7-015 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, J = 3.3 Hz, 
4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 
(br t, 6.3 Hz, 2H), 2.95 (br t, J = 
6.3 Hz, 2H), 4.51 (t, 7.5 Hz, 2H), 
7.53 (s, IH), 10.60 (s, IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, J= 6.3 Hz, 2H), 2.83 (t, </= 6.3 
Hz, 2H), 4.58 (br t, J" = 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


° TT 

nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 6H), 2.62 
(t, e/= 6.3 Hz, 2H), 3.01 (t, J'= 6.3 Hz, 

OTT\ A CO /J, T r7 tr XT r»TT\ c r\ / 

zH), 4.58 (t, e/ = 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, </ = 
7.2 Hz, </= 1,8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, c/= 7.2 Hz, 1.8 Hz, 
IH). 


7-018 


nBu 


0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1,59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 
(m, IH), 2.54-2.66 (m, IH), 3.06-3.19 
(m, 2H), 3.33-3.43 (m, 3H), 


7-019 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, 7.5 Hz, 
2H), 1.71 (quint, 6.0 Hz, 2H), 1.85 
(quint, J= 6.0 Hz, 2H), 2.52 (t, J= 6.0 
Hz, 2H), 2.68 (t, J= 6.0 Hz, 2H), 4.00 
(t, J= 7.8 Hz, 2H), 4.53 (s, 2H), 7.02 
(s, IH). 
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No. 


mm 


^H-NMR (CDCI3) 


7-020 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
(quint, </= 6.0 Hz, 2H), 2.45 (t, 6.0 
Hz, 2H), 2.65 (t, J= 6,0 Hz, 2H), 4.01 
(t, J= 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m, 4H), 7.13 (s, IH). 


7-021 


) ^ 
nBu 


0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, J 
^ 7.5 Hz, 2H), 1.59-1.73 (m, 4H), 1.81 
(quint, J= 6.0 Hz, 2H), 2.49 (t, 6.0 
Hz, 2H), 2.66 (t, J= 6.0 Hz, 2H), 4.01 
(t, J== 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d, 7.5 Hz, 1.5 Hz, 2H), 7.40 
(s, IH), 7.42 (dd, </ = 7.5 Hz, 1.5 Hz, 
IH), 7.60 (dd, J= 7.5 Hz, 1.5 Hz, IH). 


7-022 


nBu 


0.96 (t, J^= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, J= 7.5 Hz, 
2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.84 
(quint, J= 6.0 Hz, 2H), 2.53 (t, c/= 6.0 
Hz, 2H), 2.67 (t, c7= 6.0 Hz, 2H), 3.99 
(t, J= 7.8 Hz, 2H), 4.12 (dt, 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.5 Hz, 1.8 Hz, IH), 5.33 (dq, J=- 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH), 7.19 
(s, IH). 


7-023 


nBu 


0.99 (t, J= 7,5 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J'= 6.0 Hz, 2H), 2.59 (t, 6.0 
Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 
(t, c/= 7.8 Hz, 2H), 7.76 (s, IH), 10.34 
(s, IH). 
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Lb 



No. 






^H-NMR (CDCI3) 


10-001 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.3 Hz, 2H), 
3.48 (dt, J = 7,2, 6.9 Hz, 2H), 
3.72 (t, J= 4.8 Hz, 4H), 4.05- 
4.14 (m, 2H), 8.29 (s, IH), 10,1 
(t, J= 5.4 Hz, IH). 


10-002 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H), 4.05-4.20 (m, 2H), 
4,80 (d, J= 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7.64 (ddd, J= 7.8, 7.8, 1.8 Hz, 
IH), 8.34 (s, IH), 8.59 (dlike, 
IH), 10.6 (t, c7= 5.5 Hz, IH). 


10-003 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.60-1.90 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz, 2H), 2.94 (t, J= 7.5 Hz, 
2H), 3.70 (dt, J = 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7.18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t, 6.0 Hz, IH). 


10-004 




nBu 


0.99 (d, J= 7.2 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.85 (m, 6H), 
2.66 (t, J= 6,0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t, 7.3 Hz, 
2H), 4.65 (d, J = 5.8 Hz, 2H), 
7.28 (A2B2, J= 5.0 Hz, 2H), 8.53 
(s, IH), 8.54 (A2B2, J= 5.0 Hz, 
2H), 10.5 (t, 5.8 Hz, IH). 


10-005 




nBu 


0,99 (d, J = 7.3 Hz, 3H), 1.34- 
1,54 (m, 6H), 1,60-1.82 (m, 6H), 
2.64 (t, J= 6.1 Hz, 2H), 2.89 (t, J 
= 6.4 Hz, 2H), 2.94 (t, J'= 7.5 Hz, 
2H), 3.68 (dt, J = 7.5, 6.3 Hz, 
2H), 4.04-4.14 (m, 2H), 7.23 (dd, 
J= 7.8, 4.6 Hz, IH), 7.59 (ddd, J 
= 7.8, 2.1, 1.5 Hz, IH), 8.29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz, 
IH), 8-50 (d, J = 2.1 Hz, IH), 
10.1 (t, J= 6.3 Hz, IH). 


10-006 




nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H), 2.63 (t, 6.1 Hz, 
2H), 2.88 (t, 6.4 Hz, 2H), 3.16 
(s, 2H), 4.06 (br.s, 2H), 6.88-6.94 
(m, 2H), 7.11-7.16 (m, 2H), 8.32 
(s, IH), 9.83 (br.s, IH). 
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^H-NMR (CDCI3) 


10-007 


CI 


nBu 


0.98 (d, </= 7.2 Hz, 3H), 1.38-1.49 
(m, 6H), 1.51-1.80 (m, 6H), 2.64 (t, 
6.4 Hz, 2H), 2.89 (t, 6.4 Hz, 
2H), 4.10 (br.s, 2H), 4.73 (d, J= 5.8 
Hz, 2H), 7.16-7,25 (m, 4H), 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s, IH), 10.4 
(br.s, IH). 


10-008 


OMe 


nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
J= 6.4 Hz, 2H), 2.87 (t, J= 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, 5.8 Hz, 2H), 6.85-6,93 (m, 
2H), 7.22 (dt, J= 7.6, 1.8 Hz, IH), 
7.35 (dd, c/= 7.6, 1.8 Hz, IH), 8.32 
(s, IH), 10.3 (br.s, IH). 


10-009 


Me 


nBu 


0.97 (d, J-=^ 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, J - 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, c/= 5,5 Hz, 2H), 7.15-7.20 
(m, 3H), 7.33 (m, IH), 8.33 (s, IH), 
10.2 (br.s, IH). 


10-010 


6c 


nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.36-1.50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
</= 6.1 Hz, 2H), 2.87 (t, c/= 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, J= 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 
IH), 8.32 (s, IH), 10.2 (br.s, IH). 


10-011 




nBu 


(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.65-1.81 (m, 6H), 2.63 (t, J = 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4.11 
(br t, J= 7.2 Hz, 2H), 5.43 (dt, J" = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J= 8.1 
Hz, IH). 


10-012 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.34-1.56 
(m, 4H), 1.47 (sextet, J 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t, J= 6.3 Hz, 2H), 2.89 
(t, J= 6.3 Hz, 2H), 3.15 (d, J 6.0 
Hz, 2H), 4,12 (br t, J== 7.2 Hz, 2H), 
5.25 (dt, J= 7.8 Hz, 6.0 Hz, IH), 
7.35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d, J= 8.4 Hz, IH). 
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^H-NMR (CDCI3) 


10-013 


CH3CO2H 

HaN ' 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.34- 

i.Do (^m, 4±lj, 1.4/ (^sextet, «/ = 
7.5 Hz, 2H), 1.62-1.80 (m, 6H), 

2.01 (s, 3H), 2.63 (t, J= 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t, J= 7.5 
Hz, 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 5H), 8.24 (s, IH), 
10.25 (d, «/= 7.8 Hz, IH). 


10-014 


AcHN. 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.36- 
1.55 (m, 4H), 1.46 (sextet, J = 
(.0 xlz, Ai±)f 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t, J = 
7.5 Hz, 2H), 5.31-5.39 (m, IH), 
6.61 (br t, J= 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
(d, J= 7.5 Hz, IH). 


10-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.0/ \ia, 4x1^, 1.4/ (^sextet, tJ — 
7.2 Hz, 2H), 1,62-1.80 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, 6.0 Hz, 2H), 3.60 
(d, J*= 6.6 Hz, 2H), 4.10 (br t, J = 
7.2 Hz, 2H), 5.38 (dt, J-= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H), 
8.29 (s, IH), 10.75 (d, J= 9.0 Hz, 
IH). 


10-016 


CI 
CI 


nBu 


0.99 (d, e/ = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.82 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, J= 6.4 Hz, 2H), 7.16 (dd, 
J"= 8.5, 2.4 Hz, IH), 7.28 (d, c/ = 
8.5 Hz, IH), 7.41 (d, J= 2,4 Hz, 
IH), 8.32 (s, IH), 10.5 (t, J== 6.4 
Hz, IH). 


10-017 




nBu 


1.01 (t, J = 7.3 Hz, 3H), 1.35- 
1.57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, J= 6.0 Hz, 2H), 2.94 (t, J 
= 6.2 Hz, 2H), 4.08-4.20 (m, 2H), 
6.33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, J= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s, IH). 
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^H-NMR (CDCI3) 


10-018 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1,57 (m, 
4H), 1.47 (sextet, J = 7.5 Hz, 2H), 
1.61-1.80 (m, 6H), 2.62 (t, 6.0 Hz, 
2H), 2.88 (t, J= 6.0 Hz, 2H), 2.94 (t, 
J =7.5 Hz,'2H), 3.23-3.33 (m, IH)', 
3.45-3.55 (m, IH), 4.09 (br t, J= 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5.52 (br s, IH), 5.82-5.96 (m, IH), 
7.17-7.28 (m, 5H), 8.25 (s, IH), 10.18 
(d, J= 7.5 Hz, IH). 


10-019 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, J = 
7,5 Hz, 2H), 1.64-1.80 (m, 6H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, </ = 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, J= 7.5 Hz, 2H), 4.37.4.47 (m, IH), 
5.11 (br s, IH), 7.22-7.32 (m, 5H), 
8.25 (s, IH), 10.13 (d, «/ = 7,8 Hz, 
IH). 


10-020 


HN^ 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, J= 6.0 Hz, 2H), 2.74- 
3,04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5.06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.25 (s, IH), 
10.17 (br s, IH). 


10-021 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.36-1.52 (m, 
4H), 1.47 (sextet, </ - 7.2 Hz, 2H), 
1.61-1.79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.88 (t, 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3,68-3.76 (m, IH), 4.10 (br t, J'= 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7,85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH), 10.45 (d, ^= 7.5 Hz, IH). 


10-022 




nBu 


1.00 (t, 7.5 Hz, 3H), 1.36-1.57 (m, 
4H), 1.48 (sextet, J" = 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2,65 (t, J= 6.0 Hz, 
2H), 2,89 (t, J= 6,0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, J= 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7,39 
(m, 6H), 8.17 (d, J = 8,1 Hz, IH), 
8.28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3,9 Hz, IH), 9.07 (br s, IH), 
10.52 (d, J= 7.2 Hz, IH). 
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No. 






^H-NMR (CDCI3) 


10-023 




nBu 


1.01 (t, J-^ 7,5 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, J = 7.5 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, J'= 6,0 Hz, 
2H), 2.94 (t, e/= 6.0 Hz, 2H), 4.17 (br 
t, </= 7,5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, J== 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br s, IH). 


10-024 


H- 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.37-1.56 (m, 
4H), 1.47 (sextet, J= 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 4.11 (t, 
J= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s, IH), 9.63 (br s, IH). 




NH 


nx>u 


1.00 (t, 7.5 Hz, 3H), 1.37-1.84 (m, 
12H), 2.69 (t, J= 6,0 Hz, 2H), 2,94 
(t, J= 6.0 Hz, 2H), 4.13 (br t, J=^ 7,5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m, 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, J= 7.2 Hz, 2H), 
1.63-1.87 (m, 6H), 2.68 (t, 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.16 (br 
t, J= 7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, J= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s, IH). 


10-027 




nBu 


0.99 (t, J=^ 7.2 Hz, 3H), 1.38-1.56 (m, 
4H), 1.47 (sextet, J= 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 4.11 (br 
J = 7.2 Hz, 2H), 6.12 (br s, IH), 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H), 
8.12 (s, IH). 


10-028 


^.OMe 


nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.37-1.58 (m, 
4H), 1.48 (sextet, J= 7.2 Hz, 2H), 
1.60-1.82 (m, 6H), 2.60 (t, J=: 6.0 Hz, 
2H), 2.91 (t, J=: 6.0 Hz, 2H), 4.06 (s, 
3H), 4.17 (br t, J ^ 7.5 Hz, 2H), 
7.86-7.56 (m, 3H), 7.52-7.57 (m, 2H), 
8.23 (s, IH), 12.43 (br s, IH), 


10-029 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.37-1.55 (ra, 
4H), 1.40 (t, </= 6.9 Hz, 3H), 1.48 
(sextet, J= 7.5 Hz, 2H), 1.60-1.83 
(m, 6H), 2.60 (t, J= 6.0 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 4.17 (br t, J= 7.5 
Hz, 2H), 4.30 (q, J = 6.9 Hz, 2H), 
7.32-7.40 (m, 3H), 7.51-7.61 (m, 2H), 
8.23 (s, IH), 12.44 (br s, IH). 



183 



wo 02/053543 

^50 



No. 






^H-NMR (CDCI3) 


10-030 






1.37-1.53 (m, 4H), 1.56 (d, J := 7.2 Hz, 
3H), 1.61-1.79 (m, 4H), 2.65 (t, 6.0 
Hz, 2H), 2.72 (t, J= 6.3 Hz, 2H), 5.30 
(quint, J= 6.9 Hz, IH), 5.42 (br s, 2H), 
6 98 (d J = b 1 Hz 2B.) 7 25-7 41 
5H), 8.43 (s, IH), 8.58 (br a, 2H), 10.11 
(d, J= 7.8 Hz, IH). 


10-031 






1.37-1.80 (m, 8H), 2.67 (t, J= 6.0 Hz, 
2H), 2.74 (t, 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, J= 6.0 Hz, 2H), 
5.30 (q, J== 6.9 Hz, IH), 5.45 (br s, 2H), 
6.99 (d, J= 5.4 Hz, 2H), 7.29-7.42 (m, 
5H) 8 44 (s IB.) 8 67 (d c/ = 5 4 Hz 
2H), 10.50 (d, J= 7.5 Hz, IH). 


10-032 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.37-1.58 (m, 
6H), 1.60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.95-4.16 
(m, 2H), 5.68 (q, ^= 7.5 Hz, IH), 7.15- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, J'= 8.4 Hz, IH). 


10-033 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m, 
IH), 2,62-2.72 (m, IH), 2.66 (t, 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, J= 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10-25 (d, J= 8.1 Hz, IH), 


10-034 


Me 

^^^^ 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.38-1.56 (m, 

4H), 1.48 (sextet, 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J= 6.0 Hz, 2H), 
2.91 (t, c/= 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J= 7.5 Hz, 2H), 6.82 (t, J= 7.5 
Hz, IH), 6.90 (d, 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H), 8.34 (s, IH), 11.48 (br s, 
IH). 


10-035 


a 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.20-1.53 (m, 
12H), 1.59-1.80 (m, 8H), 1.95-2.01 (m, 
2H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t, 7.2 Hz, 2H), 8,30 (s, IH), 9.88 (d, J 
= 7.5 Hz, IH). 


10-036 


cr 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, J"= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.28 (t, 
J= 6.0 Hz, 2H), 4.10 (br t, J 7.5 Hz, 
2H), 8,31 (s, IH), 9.98 (br s, IH). 



184 
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O 
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PCT/JPOl/11427 



«5 1 

O 



No. 






^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.53 (m, 

Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 2.98 
(d, c/= 3.6 Hz, 3H), 4.10 (br t, J= 7.2 
Hz, 2H), 8.31 (s, IH), 9.85 (br s, IH). 


10-038 


Et 


nBu 


0.99 (t, J-= 7.2 Hz, 3H), 1.24 (t, 7.2 

(sextet, J"= 7.2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 
6,0 Hz, 2H), 3.42-3.51 (m, 2H), 4.10 (br 
t, 7.2 Hz, 2H), 8.31 (s, IH), 9.90 (br 
s, IH). 


10-039 


iPr 


nBu 


n QQ /'f .r — 1 9 Q'H"\ 1 9<^ /'/I /"— a. Q 
U.^yj/ c/ — / .z< JCIZ, oXl^, X.ZO ^^Ct, d — D.y 

Hz, 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, e/= 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 4.09 (br t, c/= 7.2 Hz, 2H), 
4.25 (sextet, J' = 6.6 Hz, IH), 8.31 (s, 
IH), 9.82 (br s, IH). 


10-040 


tBu 


nBu 


0 QQ (\ .T ~ 1 ^ TT-y ^TT^ 1 ^c: 1 f^fi 

\} .XfXj \\,^ (J — /.u xiz, oxi^, ±.oo-JL.oo v^ni, 

6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 

2.62 (t, 6.0 Hz, 2H), 2.88 (t, 6.0 

Hz, 2H), 4.09 (br t, = 7.5 Hz, 2H), 

8.30 (s, IH), 9.92 (br s, IH). 


10-041 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01 (s, 9H), 
1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2 64 rt <■/= 6 0 H7 2H^ 9. M (\ ,/= R 0 
Hz, 2H), 3.27 (t, </= 6.0 Hz, 2H), 4.12 
(br t, J*= 7.5 Hz, 2H), 8.32 (s, IH), 1010 
(br s, IH). 


10-042 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2.67 (t, 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 4.14 
(br t, c/ = 7,5 Hz, 2H), 7.15-7.30 (m, 
2H), 7.47-7.56 (m, IH), 7.96 (td, J= 7.8 
Hz, 1.5 Hz, IH), 8.38 (s, IH), 13.37 (br 
s, IH), 


10-043 




nBu 


1.02 (t, c/= 7.2 Hz, 3H), 1.40-1.58 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, J= 6.0 Hz, 2H), 4.18 
(br t, J" = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, c/= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, 7.8 Hz, 
IH), 8.41 (s, IH), 13.84 (br s, IH). 


10-044 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.65-1.89 (m, 6H), 2.69 (t, J 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.17 
(br J= 7.5 Hz, 2H), 7.20 (t, 9.0 
Hz, 2H), 8.11-8.16 (m, 2H), 8.42 (s, 
IH), 13.79 (br s, IH). 



185 
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No. 






^H-NMR (CDCI3) 


10-045 


F 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.38-1.54 (m, 

6H), 1.62-1.83 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4,12 (br 
t, c/= 7.5 Hz, 2H), 6,96 (t, 7.8 Hz, 

13.18 (br s, IH). 


10-046 




nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, 6.0 
Hz, 2H), 2.94 (t, ^= 6.0 Hz, 2H), 4.17 (br 
t, J= 7.2 Hz, 2H), 7.32 (dt, J= 9.0 Hz, 

1 9 TTy 1 7 Rfi R 01 9"R^ R A1 /"c 
J- . XIZf, J-XJ.^, /.OD-O.UJ. ^Iu, jiJOL/f 0. 4tJ. (^S, 

IH), 13.88 (br s, IH). 


10-047 




nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.95 (t, 6.0 Hz, 2H), 4.15 (br 
t, c/= 7.2 Hz, 2H), 8.25 (s, IH), 13.37 (br 


10-048 


F3C 


nBu 


1.03 (t, J = 7.5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, J 6.0 
Hz, 2H), 2.96 (t, 6.0 Hz, 2H), 4.20 (br 
t, c/= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 
IH), 8.57 (s, 2H), 14.30 (br s, IH). 


10-049 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01-1.34 (m, 

(m, 8H), 1.62-1.88 (m, 9H), 2.63 (t, </ = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (ni, IH), 
8.30 (s, IH), 9.88 (d, J= 9.0 Hz, IH). 


10-050 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.01-1.32 (m, 
6H), 1.18 (d, J- 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m, 9H), 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s, IH), 9.88 (d, 8.4 Hz, IH). 


10-051 


0 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.36-1.55 (m, 
4H), 1.48 (sextet, J= 7.2 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.65 (t, ^= 6.0 Hz, 2H), 
2.90 (t, J= 6.0 Hz, 2H), 4.16 (br t, = 
7.2 Hz, 2H), 4.97 (d, J= 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H), 
8.31 (s, IH), 10.81 (br s, IH). 


10-052 


OH 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m, lOH), 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.47 (d, J= 6.3 Hz, 2H), 
4.11 (br t, J= 7.5 Hz, 2H), 8.30 (s, IH), 
10.27 (br s, IH). 
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5 3 









O 


oo 

R 


No. 






^H-NMR (CDCI3) 


10-053 




nxiu 


0.99 (t, J= 7.5 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, J= 7.5 Hz, 2H), 
2.00 (br s, 4H), 2.64 (t, J= 6.0 Hz, 
2H) 2 88 (t J= 6 0 Hz 211) 3 94 Cd 
= 6.0 Hz, 2H), 4.10 (br t, </= 7.5 Hz, 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9.97 
(br s, IH). 


10-054 




nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J = 7.2 Hz, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.90 (t, J= 6.0 
Hz 2H^ 3 79 Cd 6 0 Hz 2H^ 4 13 
(br t, 7.2 Hz, 2H), 5.52-5.59 (m, 
IH), 7.26-7.45 (m, 5H), 8.32 (br s, 
IH), 10.80 (br s, IH). 


10-055 




nBu 


0.98 (t, c7= 7.5 Hz, 3H), 1.36-1.79 (m, 
lOH), 1.45 (sextet, J= 7.5 Hz, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.03 (dd, c/= 6.0 Hz, 2.4 Hz, 
2H) 4 10 Cbr t ^/ = 7 5 Hz 2H'> ^ 47 
(q, J'= 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s, IH), 10.82 (d, </= 7.5 Hz, IH). 


10-056 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, ^= 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.04, 3.21 (ABx, J = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, J = 
7.5 Hz, 2H), 4.74-4.80 (m, IH), 5.56 
(dd, 7.2 Hz, 5,1 Hz, IH), 7.20-7.30 
(m, 3H), 7.34-V.39 (m, IH), 8.35 (s, 
IH), 10.43 (d, c/= 7.2 Hz, IH). 


10-057 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, 
J= 6.0 Hz, 2H), 3.04, 3.21 (ABx, 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, </ = 
7.5 Hz, 2H), 4.77 (sextet, J= 3.0 Hz, 
IH), 5.56 (dd, ^= 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s, IH), 10.44 (d, J= 7.5 Hz, IH). 


10-058 




nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, c/= 7.5 
Hz, 3H), 1.35-1.53 (m, 4H), 1.46 
(sextet, J= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.85-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, 6.0 Hz, 2H), 4.11 
(br t, 7.5 Hz, 2H), 5.08 (q, c/^ 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d, J= 7.8 Hz, IH), 
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O 


CO 


No. 






^H-NME (CDCI3) 


10-059 




nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, «/= 7.5 
Hz, 3H), 1.35-1.52 (m, 4H), 1.46 
(sextet, 7.5 Hz, 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.10 
(br t, J== 7.5 Hz, 2H), 5.08 (q, J= 7.5 
Hz lH) 7 18-7 40 (ra BVO 8 27 
IH), 10.40 (d, e/= 7.8 Hz, IH). 


10-060 


jPMs 


nBu 


0.96 (t, </= 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2,90 (t, 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.58 (td, c/= 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7 18-7 35 Cm 4H'i 8 35 C«5 iR'i 1 0 
(d, J= 8.4 Hz, IH), 


10-061 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.5 Hz, 2H), 
1.61-1.81 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (m, 
2H^ 5 58 rtd 4 5 Hz 1 5 Hiz 1 H'i 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, J= 8.4 Hz, IH). 


10-062 




nBu 


0.97 (t, 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 2.95, 
3 34 CABx, J= 7 8 Hz 2H"> 3 98-4 10 
(m, 2H), 4.23 (q, J"= 7.2 Hz, IH), 5.65 
(t, 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d, J=: 8.4 Hz, IH). 


10-063 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.81 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.5 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, J= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d, 8.4 Hz, IH). 


10-064 


OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1,36-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 1.99 (br s, 
IH), 2.62 (t, </= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.36 (s, 3H), 3.45, 3.58 
(ABx, J= 5.4 Hz, 4.2 Hz, 2H), 4.02- 
4.21 (m, 2H), 4.33-4.41 (m, IH), 5.03 
(d, J= 5.1 Hz, IH), 7.26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d, J= 7.8 Hz, IH). 
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No. 






^H-NME (CDClg) 


10-065 


CI 




1,00 (t, c/= 7.2 Hz, 3H), 1.35-1.53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.31, 
3.57 (ABx, J= 5.4 Hz, 4.2 Hz, 2H), 

2H), 4.76-4.85 (m, IH), 5.36 (d, J =^ 
5.4 Hz, IH), 7.26-7.35 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d, J 
= 8.1 Hz, IH). 


10-066 


Et 


Bu 


0,95 (t, J= 7,5 Hz, 3HX2), 0.99 (t, J = 
7.5 Hz, 3H), 1.35-1.79 (m, 16H), 2.63 
(t, J= 6.0 Hz, 2H), 2.88 (t, J=^ 6.0 Hz, 

7.2 Hz, 2H), 8.31 (s, IH), 9.76 (d, J 
7.5 Hz, IH). 




o 


JD U. 


0.98 (t, J= 7.5 Hz, 3H), 1.34-1.51 (m, 
6H), 1.61-1.79 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.31, 

^to, 0±1J, O. i i7-0 .c/U \IIx, 4it±L)j "rt.iJ. v^Dl L, 4/ 

= 7,5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, 7,8 Hz, IH). 


10-068 




Me 


1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quint, J= 6.0 Hz, 2H), 1.58 (d, 
6.9 Hz, 3H), 1.61-1.75 (m, 4H), 2.64 
(t, J= 6.0 Hz, 2H), 3.04 (t, 6.0 Hz, 
2H), 3.31 (s, 3H), 3.70 (t, 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s, IH), 10.29 (d, J= 7.8 Hz, IH). 


10-069 






0.98-1.54 (m, 8H), 1.18 (d, 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, = 
6.0 Hz, 2H), 3.04 (t, 6,0 Hz, 2H), 
3.31 (s, 3H), 3.70 (t, 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m, 2H), 
8.33 (s, IH), 9.81 (d, 8.7 Hz, IH). 


10-070 


MeO^ 

<^ 

OMs 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.34-1.53 (m, 
6H), 1.63-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.83(s, 3H), 2.88 (t, J= 6.0 
Hz, 2H), 3,22, 3.50 (ABx, J= 4.8 Hz, 
2H), 3.32 (s, 3H), 4.02-4.21 (in, 2H), 
4.68-4.78 (m, IH), 5.86 (d, J= 6.9 Hz, 
IH), 7.32-7.49 (m, 5H), 8.23 (s, IH), 
10.50 (d, 9.6 Hz, IH). 
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O 



No. 






^H-NMR (CDCI3) 


10-071 


MeO^ 

N3 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.33-- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH), 
5.01 (d, 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10,25 
(d, J= 7.2 Hz, IH). 


10-072 


HO^ 
OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.35- 
1.52 (m, 6H), 1.62-1.80 (m, 6H), 
2.63 (t, </= 6.0 Hz, 2H), 2,89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 
c/= 7.2 Hz, 2H), 4.25 (quint, </ = 
4.8 Hz, IH), 5.07 (d, c/= 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 7.44-7.48 
(m, 2H), 8.27 (s, IH), 10.70 (d, J 
= 5.4 Hz, IH), 


10-073 


OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH), 10.70 (d, J = 
6.6 Hz, IH). 


10-074 


w 


nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.32- 
1.54 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.61-1,78 (m, 6H), 

= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, c/= 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, 9.0 Hz, 1.5 
Hz, IH), 6.32 (d, 1.5 Hz, IH), 
7.24-7.32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, 
8.7 Hz, IH). 


10-075 


o 

6 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.35- 

1.56 (m, 4H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.61-1.79 (m, 6H), 

2.57 (t, 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H), 
4.12, 5.32 (ABx, J= 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH), 6.32 
(d, 1.8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH), 10.97 (d, </= 8.7 Hz, IH). 
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is 



No. 






^H-NMR (CDCI3) 


10-076 


^^^^^^^^^^^^ 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 

4H), 1.45 (sextet, J = 7.5 Hz, 2H), 

1 CO 1 TQ /-^^ £2"CT\ 0 CO /4- 7" rv XT™ 

l.oo-i. /y vm, orLj, z.bo (^t, J = b.O Mz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 3.55, 
3.77 (ABx, J= 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4.43-4.52 (m, IH), 5.10 (d, 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.50 (m, 
2H), 8.25 (s, IH), 10.67 (d, 8.1 Hz, 
IH). 


10-077 




nBu 


0,05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.98 (t, J= 7.5 Hz, 3H), 1.33-1.51 (m, 
bM), l.bz-1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, J'= 6.0 
Hz, 4.5 Hz, 2H), 4,01-4.19 (m, 2H), 
4.26 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
J = 5.4 Hz, IH), 7.24-7.33 (m, 3H), 
7.43-7.48 (m, 2H), 8.22 (s, IH), 10.71 
(d, J= 7.5 Hz, IH). 


10-078 


-.^^^ ^O-TBDMS 
OH 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 

6H), 1.62-1.79 (m, 6H), 2.05 (br s, 
IH), 2.61 (t, 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, ^= 6.0 
Hz, 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
J = 4.8 Hz, IH), 7.22-7.34 (m, 3H), 
7.44-7.47 (m, 2H), 8.22 (s, IH), 10.72 
(d, e/= 8.1 Hz, IH). 


10-079 




nBu 


0 97 (t J- 7 5 Hz SH'i 1 37-1 52 Cm 
6H), 1.61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, J= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, = 9.0 Hz, 
7.2 Hz, 2H), 3.74 (quint, 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, J'= 6.9 
Hz, IH), 7.22-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (s, IH), 10.60 (d, J= 6.3 
Hz, IH). 


10-080 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.54 (m, 
6H), 1.61-1.78 (m, 6H), 2,01 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3.11, 3.41 (ABx, J" = 9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, 7.5 Hz, 
IH), 3.99-4.23 (m, 2H), 5.48 (t, c/= 6.6 
Hz, IH), 7.21-7.30 (m, 3H), 7.34-7.38 
(m, IH), 8.32 (s, IH), 10.64 (d, J= 6.0 
Hz, IH); 
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i.5 



No. 






^H-NMR (CDCI3) 


10-081 


^^NHAc 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J = 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, 9.0 Hz, 
IH), 7.21-7.35 (m, 5H), 8.31 (s, IH), 
10.66 (d, J= 8.1 Hz, IH). 


10-082 




nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J= 6,0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, c/= 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 5.60 (t, J= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d, J= 7.8 Hz, IH), 


10-083 




nBu 


0.98 (t, J — 7.5 Hz, 3H), 1.17 (t, J = 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, 7.2 Hz, IH), 2.67 
(t, J'= 6.0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3.98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J = 9.0 Hz, IH), 

(d, J= 7.5 Hz, IH). 


10-084 


^ OH 
O 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.80 (m, 6H), 2.64 (t, «/= 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
7.47-7.53 (m, 2H), 7,57-7.63 (m, IH), 
8.08-8,11 (m, 2H), 8.29 (s, IH), 11.13 
(d, J= 6.6 Hz, IH). 


10-085 


a/" 

o 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m, 6H), 2.65 (t, J= 6.0 
Hz, 2H), 2.90 (t, c/= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6,0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH), 11.14 
(d, J= 6.6 Hz, IH). 


10-086 


^ CI 

o 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.65-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 3.89, 
4.11 (ABx, J= 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.04-8.08 (m, 2H), 8.28 (s, IH), 10.92 
(d, J= 7.5 Hz, IH). 



192 



wo 02/053543 



PCT/JPOl/11427 



5 9 



Lb 



No. 






^H-NMR (CDClg) 


10-087 




nBu 


0.98 (t, J= 7.5 Hz, 3H), 1,36-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.90, 
4.11 (ABx, J = 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.00-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.56-7.63 (m! IH)! 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d, 7.8 Hz, IH). 


10-088 


o 


nBu 


0.98 (t, «/= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.17 
(br t, J = 7.5 Hz, 2H), 5.58 (s, IH), 
7.10 (s, IH), 7-42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(s, IH), 12.52 (br s, IH). 


10-089 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1,37-1.55 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 3.91 
(d, J= 6.0 Hz, 2H), 4.12 (br t, 7.5 
Hz 2H^ 5 51-5 58 Cm TR"^ 7 27-7 
(m, 5H), 8.29 (s, IH), 10.77 (d, c/= 8.1 
Hz, IH). 


10-090 


^ CI 
CI 


nBu 


0.98 (t, 7.5 Hz, 3HX2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/5), 1.36-1.79 (m, 
12H), 2.61 (t, J = 6.0 Hz, 2HX2/5), 
2.62 (t, J'= 6.0 Hz, 2HX 3/5), 2.87 (t, J 
= 6.0 Hz, 2HX 2/5), 2.88 (t, c/= 6.0 Hz, 
2HX3/5), 3.52, 4.15 (ABx, J = 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4,91 (m, 1HX3/5), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, J = 5.4 Hz, IH X 
2/5), 5.44 (d, 5.4 Hz, IH X 3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H), 
8.16 (s, 1HX2/5), 8.23 (s, 1HX3/5), 
10.46 (d, J ^ 8.4 Hz, 1HX2/5), 10.72 
(d, 8.4 Hz, 1HX3/5). 


10-091 


O-TBDMS 

CM- 

O 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, 7.5 Hz, 3H), 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.11-4.22 (m, 2H), 
5.80-5.88 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.81 (d, 7.5 Hz, IH). 
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r5 



No. 






^H-NMR (CDCI3) 


10-092 


o 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, «/= 7.5 Hz, 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6.0 Hz, 2H), 2.88 (t, = 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.10-4.23 (m, 2H), 
5.80-5.87 (m, IH), 7.43-7.49 (m, 2H), 
/.00-/.0X v>^> 1x1^, o.Uo-o.uy (,ni, ^xl), 
8.26 (s, IH), 10.80 (d, 7.5 Hz, IH). 


10-093 


OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.56, 
3.77 (ABx, 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44-4.53 (m, IH), 
5.10 (d, 6.0 Hz, IH), 7.25-7.37 (m, 
/.4b- /.4y (^m, ZrL;, 0.^0 (s, 1±±), 
10.69 (d, </= 7.8 Hz, IH). 


10-094 


CCI3 

OH 


nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 2.63 (t, J 6.0 
Hz, 2H), 2.89 (t, </= 6.0 Hz, 2H), 4.11 
(br t, J ^ 7.2 Hz, 2H), 4.34-4.42 (m, 
±Jti^, 4.40-4.0/ vm, ^±i^> o.Ud (^a, c/ = 
4,8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s, IH), 10.62 (d, J 
= 7.5 Hz, IH). 


10-095 


CCI3 

OH 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 4.11 
(br t, 1,2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J- 
4.5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.24 (s, IH), 10,60 (d, J 
= 7.5 Hz, IH). 


10-096 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1,51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t, J= 6.0 
Hz, 2H), 2.90 (t, c/= 6.0 Hz, 2H), 4.15 
(br t, J= 7.2 Hz, 2H), 4.93 (d, c/= 4.5 
Hz, 2H), 7.14-7,21 (m, 2H), 8.04-8.10 
(m, 2H), 8.30 (s, IH), 10.79 (br s, IH). 


10-097 


CI 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m, 6H), 2.59 (t, c/= 6.0 
Hz, 2H), 2.86 (t, 6.0 Hz, 2H), 3.76, 
4,15 (ABx, J= 11.7 Hz, 4.5 Hz, 2H), 
4,00-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, 8.1 Hz, IH), 7.24-7,37 (m, 
3H), 7.49-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.7 Hz, IH). 
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^H-NMR (CDCI3) 


10-098 


^ CI 

CkX 

OHC'° 


nBu 


1.01 (t, J= 7.2 Hz, 3H), 1.38-1,52 (m, 
6H), 1.63-1.81 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3,47, 
3.65 (ABx, J= 11,1 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, 6.6 Hz, IH), 7.29-7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d, J= 8.7 Hz, IH). 


10-099 


cm:' 

CI 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.59 (t, J== 6.0 
Hz, 2H), 2.86 (t, J= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, J= 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, J= 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8,4 Hz, IH). 


10-100 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.89 (t, J=^ 6.0 Hz, 2H), 3.47, 
3.65 (ABx, c/= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d, 9.0 Hz, IH). 


10-101 


a 




1,21-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, J"= 6.0 
Hz, 2H), 2.64 (t, 6.0 Hz, 2H), 2.92 
(t, 6.0 Hz, 2H), 3.78 (t, J"= 6.0 Hz, 
2H), 3.93-4,03 (m, IH), 4.05 (dd, 
6.6 Hz, 2.1 Hz, IH), 4.20 (dd, 14.1 

iri.£t.j ^.X S3./U, ±±J./f ^.ZitJ \lJl- V, cf — 1.0 XJ.Z, 

2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s, IH), 9.85 (d, 7.8 Hz, 
IH). 


10-102 






1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, J= 6.0 Hz, 
2H), 2.93 (t, J= 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, </= 7.5 Hz, 2H), 8.37 (s, IH), 
9.77 (d, 7.2 Hz, IH). 


10-103 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1.49 (sextet, J = 7.5 Hz, 2H), 
1.68-1.83 (m, 6H), 2.67 (t, c7= 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.18 (br 
t, J= 7.5 Hz, 2H), 7.21 (t, J= 7.5 Hz, 
IH), 7.55 (t, J= 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, J= 8.1 Hz, IH), 
8.36 (s, IH), 12.41 (br s, IH). 



195 



wo 02/053543 



PCT/JPOl/11427 



No. 






^H-NMR (CDCI3) 


10-104 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.80 (m, 6H), 
2.65 (t, J=^ 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
(br t, 7.2 Hz, 2H), 4.91 (d, 
4.5 Hz, 2H), 6.97 (d, c7"= 8.4 Hz, 
211) 8 03 rd J" = 8 4 Hy 2TT) 
8.30 (s. IH), 10.80 (br s, IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.2 
Hz, 2H), 4.91 (d, J= 4.5 Hz, 2H), 
7.64 (d, J= 8.7 Hz, 2H), 7,90 (d, 
</ = 8 7 Hz 2H') 8 29 (s lU) 
10.79 (br s, IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3,03 (t, J= 6.0 Hz, 
2H), 3,31 (s, 3H), 3.69 (t, J= 5.4 
Hz, 2H), 3.92-4.03 (m, IH), 4.33 
(t, J= 5.4 Hz, 2H), 8.32 (s, IH), 
9.83 (d, J= 7.2 Hz. IH). 


10-107 






1 35-1 42 (m 2H'» 1 43-1 59 (rtt 
2H), 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz, 2H), 3.06 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.74 (t, J= 5.4 
Hz, 2H), 4.40 (d, J= 5.4 Hz, 2H), 
4.97 (d, J= 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, 7.5 Hz, 
IH), 8.05 (d, J = 7.5 Hz, 2H), 
8.33 (s, IH), 10.75 (br s, IH). 


10-108 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz, 2H), 
2.82-2.94 (m, 2H), 2.88 (t, J= 6.0 
Hz, 2H), 3.55 (br s, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, J"= 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s, IH), 9.97 (br s, IH). 


10-109 


CH3CO2H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.37- 
1.50 (m, 6H), 1.63-1.79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.15-2.24 (m, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 

3.01 (t, J= 10.2 Hz, 2H), 3.33- 
3.41 (ra, 2H), 4.09 (br t, </ = 7.5 
Hz, 2H), 4.10-4.25 (m, IH), 8.26 
(s, IH), 10.21 (d, c/= 7.2 Hz, IH). 
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is 



No. 






^H-NMR (CDClg) 


10-110 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.36-1,58 (m, 
4H), 1,46 (sextet, J = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m, 2H), 
2.11 (s, 3H), 2.64 (t, J= 6.0 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 2.92-3.02 (m, 
IH), 3.21-3.31 (m, IH), 3.75-3.81 (m, 
IH), 4.09 (br t, J= 7.5 Hz, 2H), 4.11- 
4.23 (m, IH), 4.37-4.43 (m, IH), 8.29 
(s, IH), 10.08 (d, </= 7.5 Hz, IH). 


10-111 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.57 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.62-1,79 (m, 8H), 1.93-2.15 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.11-3.27 (m, 2H), 3.69-3.79 
(m, IH), 4.10 (br t, J = 7.2 Hz, 2H), 
4.19-4.30 (m, IH), 4.50-4,60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, 
7.5 Hz, IH). 


10-112 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.29 (s, 9H), 
1,35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.09 (t, J= 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d, c/= 7.5 Hz, IH). 


10-113 




nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 

IH), 2.65 (t, c/= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3,93 (m, IH), 
4.09 (br t, J= 7.2 Hz, 2H), 4.10-4,25 
(m, IH), 4,40-4.48 (m, IH), 8.30 (s, 
IH), 10.06 (d, 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J"= 7.5 Hz, 3H). 1.38-1.78 (m, 
14H), 2.07-2.20 (m, 2H), 2.65 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2,90 (t, J = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, ^ = 7.5 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d, J= 7,2 Hz, IH). 


10-115 




nBu 


0,99 (t, J= 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2.03-2.09 (m, 
2H), 2,53 (td, J ^ 11.4 Hz, 2.4 Hz, 
2H), 2.62 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br J = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, 6.9 
Hz, IH). 
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No. 






^H-NMR (CDCI3) 


10-116 




nBu 


0.99 (t, ^= 7.2 Hz, 3H), 1.38-1.50 (m, 
4H), 1.47 (quint, c/ = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2.09 (m, 2H), 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t, J= 6.0 Hz, 2H), 2.82-2.90 (m, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.97-4,06 (m, 
IH), 4.10 (br t, J= 7.2 Hz, 2H), 8.28 
(s, IH), 9.98 (d, er= 7.2 Hz, IH). 


10-117 


cx 




1.21-1.53 (m, 8H), 1.62-1.82 (m, 8H), 
1.95-2.00 (m, 2H), 2.20 (dt, c/ = 15.0 
Hz, 6.0 Hz, 2H), 2.65 (t, J= 6.0 Hz, 
2H), 2.94 (t, 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, J= 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, 6.9 Hz, IH). 


10-118 


a 




1.26-1.52 (m, 8H), 1.60-1.80 (m, 8H), 
1.94-2.00 (m, 2H), 2.19 (quint, J= 6.3 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t, 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, 7.5 Hz, 2H), 
4.38 (t, J= 6.0 Hz, 2H), 8.33 (s, IH), 
9.78 (d, c/= 8.1 Hz, IH). 


10-119 


a. 


AcS^^ 


1.25-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, J= 6.0 Hz, 2H), 2.88 (t, e/= 6.0 Hz, 
2H), 2,98 (t, 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, J= 7.2 Hz, 2H), 8.30 
(s, IH), 9.82 (d, J= 7.5 Hz, IH). 


10-120 






1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1.93-2.03 (m, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 3.48 (t, J 
= 6.0 Hz, 2H), 3,92-4.03 (m, IH), 4.20 
(t, J:= 7.5 Hz, 2H), 8.32 (s, IH), 9.81 
(d, J"= 6.9 Hz, IH). 


10-121 


a 


CH3CO2H 1 


1.27-1.53 (m, 8H), 1.60-1.81 (m, 8H), 
1.92-2.01 (m, 2H), 2.05 (s, 3H), 2.20- 
2.29 (m, 2H), 2.66 (t, J= 6.0 Hz, 2H), 
2.90 (t, J - 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH), 4.27-4.35 (m, 
2H), 8.40 (s, IH), 9.50 (d, J== 7.5 Hz, 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, J= 6.0 Hz, 2H), 2.89 (t, J"= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 6.72 
(br s, IH), 8.35 (s, IH), 9.81 (d, 7.8 
Hz, IH). 
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No. 






^H-NMR (CDCI3) 


10-123 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, </= 6.0 Hz, 2H), 2.89 
(t, J== 6.0 Hz, 2H), 3.17 (t, 

II. 1 Hz, IH), 3.37 (t, c/= 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4.03-4.12 (m, 2H), 4.22-4.37 (m, 
2H), 8.28 (s, IH), 10.17 (d, J = 
7.2 Hz, IH). 


10-124 


a 




1.29-1.51 (m, 8H), 1.65-1.77 (m, 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3,97-4.05 
(m, IH), 4.32 (br t, J" = 7.5 Hz, 
2H), 7.42-7.55 (m, 3H), 7.89 (br 
s, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH), 9.90 (d, 7.8 Hz, IH). 


10-125 






1.25 (s, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t, J = 6.0 Hz, 2H), 3.23 (br s, 
2H), 3.95-4.04 (m, IH), 4.22 (br 
t, c/ = 7.5 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s, IH), 9.89 (d, 7.5 
Hz, IH). 


10-126 


a 




1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 
6.73 (br s, IH), 8.34 (s, IH), 9.85 
(d, J= 8.1 Hz, IH). 


10-127 


a 


H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, J= 6,0 Hz, 
2H), 3. 34 (br s, 2H), 3.97-4.04 
(m, IH), 4.27 (br t, e/ = 7.5 Hz, 
2H), 8.39 (s, IH), 8.67 (br s, IH), 
9.76 (d, 8.1 Hz, IH). 


10-128 




nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.40- 
1.54 (m, 6H), 1-68-1.81 (m, 6H), 
2.67 (t, 6.0 Hz, 2H), 2.92 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, 7.5 
Hz, 2H), 7.18 (d, 7.5 Hz, IH), 
7.53 (t, 7.5 Hz, IH), 8.33 (d, J 
= 7.5 Hz, IH), 8.34 (s, IH), 12.69 
(br s, IH). 
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No. 






^H-NMR (CDCI3) 


10-129 


UOr1r2 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, J* = 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 4.17 (br 
t, J= 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
(s, lHXl/5), 6.47 (s, lHxl/5), 6.64 (s, 
IH X 1/5), 6.88 (s, IH X 1/5), 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, J= 7.8 Hz, 1.8 Hz, IH), 12.59 
(br s, IH). 


10-130 


0CF3 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.53 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.67 (t, J= 6.0 Hz, 2H), 

7.5 Hz, 2H), 7.08 (td, J== 8.4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8,64 
(dd, J= 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 
IH). 


10-131 


Br S''^ 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.61- 
1.82 (m, 6H), 2.68 (t, c/ = 6.0 Hz, 2H), 
2 93 Ct J" = 6 0 Hz 2H') 4 16 ^br t ^/ = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s, IH), 
13.49 (br s, IH). 


10-132 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, c/= 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.94 (t, J= 6.0 Hz, 2H), 4.17 (br t, </ = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (s, IH), 13.52 (br s, IH). 


10-133 




nBu 


1.01 (t, 7.5 Hz, 3H), 1.40-1.55 (m, 
4H), 1.49 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.93 (t, J=: 6.0 Hz, 2H), 4.19 (br t, J = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, J= 8.1 Hz, 2H), 
8.33 (d, J= 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s, IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, ^ = 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, 5.4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t, J= 7.5 Hz, 2H), 5.84 
(br J= 7.5 Hz, IH), 8.35 (s, IH), 9.72 
(d, J= 7.5 Hz, IH). 
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o 


oo 

R 


No. 






^H-NMR (CDCI3) 


10-135 


a 


°-s'° J 


1.29-1.50 (m, 8H), 1.63-1,78 (m, 8H), 
1.86-2.00 (m, 4H), 2.61 (t, c7"= 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, J= 6.0 
Hz, 2H), 3.95-4.08 (m, IH), 4.24 (br t, 
7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 
7.58 (m. 3H). 7 82-7 87 Cm 2H'> 8 34 
(s, IH), 9.75 (d. c/= 7.5 Hz, IH). 


10-136 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.36-1.53 (m, 
4H), 1.45 (sextet, J ^ 7.5 Hz, 2H), 
1.64-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, c/= 6.0 Hz, 2H), 2.88 (t, </= 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13,8 Hz, 6,0 
Hz, 2H), 4.10 (br t, c/ = 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.52 (m, 2H), 
7 55-7 62 Cm IH^ 8 12-8 16 Cm SWi 
8.27 (s, IH), 10.76 (d, 8.4 Hz, IH). 


10-137 


o 


nBu 


0.98 (t, J- 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, c/= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13.8 Hz, 6.0 
Hz, 2H), 4.11 (br t, = 7.5 Hz, 2H), 
5,92-6.00 (m, IH), 7.46-7.62 (m, 3H), 
8.12-8.16 (m, 2H), 8.27 (s, IH), 10.75 
(d, J= 7.8 Hz, IH). 


10-138 


o 


Me^Me 


1.01 (d, </= 6.9 Hz, 6H), 1.38-1.52 (m, 
4H), 1.60-1.73 (m, 5H), 1.78 (quint, J 
= 6.0 Hz, 2H), 2.65 (t, J= 6.0 Hz, 2H), 
2.96 (t, 6.0 Hz, 2H), 4.16 (br t, J = 
7.5 Hz, 2H). 4 97 Cd c7 = 4 8 Hz 2H^ 
7.50 (t, J-= 7.5 Hz, 2H), 7.61 (t, J= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br s, IH). 


10-139 


o 




1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH), 
2.65 (t, J= 6.0 Hz, 2H), 2.93 (t, J=- 6.0 
Hz, 2H), 4.04 (br s, 2H), 4.97 (d, 
4,5 Hz, 2H), 7.50 (t, J= 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz, IH), 8.02-8.06 (m, 
2H), 8.31 (s, IH), 10.79 (br s, IH). 


10-140 


a 




1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2,50-2,66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t, J = 
7.5 Hz, 2H), 8.30 (s, IH), 9.84 (d, J = 
7.8 Hz, IH). 
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No. 




RS 


^H-NMR (CDGI3) 


10-141 






1 

Me 


1,01 (t, 6.3 Hz, 6H), 1,34-1.53 (m, 
4H), 1.56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.81-2.89 (m, 2H), 2.87 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.96-4.04 
^m, J-Xl^, (^Dl t, c/ — /.o xlz, ^jri), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9.96 
(d, J= 7.2 Hz, IH). 


10-142 


^" Ok 


U 




1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m, 2H), 
2.22 (t, J= 9.9 Hz, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2,81-2.86 (m, 2H), 2.91 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.93-4.02 
(m, 3H), 7.23-7.36 (m, 5H), 8.29 (s, 
xjti^ y,yo (,a, — / .0 ±iz, iJtl;. 


10-143 


"Ok 

CHqCOoH 




1 

J 

Me 


1.02 (d, </= 6.6 Hz, 6H), 1.36-1.73 (m, 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1.98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, 6.0 Hz, 2H), 3.09 (t, 9.9 Hz, 

3H), 8.25 (s, IH), 10.27 (d, 6.3 Hz, 
IH). 


10-144 






J 

Me 


1.01 (d, J= 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 
(t, 6,0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, 
7.5 Hz, 2H), 4.11-4.26 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s, IH), 10.07 (d, J 
= 7.2 Hz, IH). 


10-145 






J 

Me 


1.01 (d, 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, J = 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H), 4.05-4.16 (m, 3H), 8.27 
(s, IH), 10.10 (d, 7.2 Hz, IH). 


10-146 






J 

Me 


1.01 (d, J= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2.15 (m, 2H), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, J= 14.4 Hz, IH), 4.14 (br t, J 
= 7.5 Hz, 2H), 4.21-4.38 (m, 2H), 8.28 
(s, IH), 10.16 (d, J= 7.5 Hz, IH). 
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6 9 







0 


00 

1 


No. 






^H-NMR (CDCI3) 


10-147 


CH3C02H 




1.06-1,40 (m, 8H), 1.49 (br s, 2H), 
1.61-1.99 (m, IIH), 2.18-2.28 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 

3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s. IH), 10.23 (d, J= 7.2 Hz, IH). 


10-148 


Ok 




1.02-1.33 (m, 8H), 1.45-1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.65 
(t, c/= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 

IH), 3.74-3.81 (m, IH), 3.99 (br s, 
IH), 4.10-4,23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s, IH), 10.08 (d, J= 7.8 Hz, 
IH). 


10-149 


Ms, ^ 




1.02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, IIH), 2.08-2.15 (m, 2H), 
2 65 (t <./ = fi 0 H-r ^H^i 9 ftl r'Q ^TT^ 

\b, ft/ — u . V/ xxzi, zjxx^, Z( . 0 X V.*^* OXl^, 

2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (s, IH), 10.10 (d, J= 7.2 Hz, IH). 


10-150 






1.03-1.38 (m, 8H), 1.49 (br s, 2H), 
1.60-1.85 (m, IIH), 2.07-2.17 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.11-3.21 (m, IH), 3.31-3.41 
(ra 3 Qfi (c\ = d. A TT-y 9'R^ 

V^J-I-L, J.J.±Jj tJ.tJKJ \VX, C/ — X^i.t XX,^, ^XX^, 

4.00 (br s, IH), 4.22-4.38 (m, 2H), 
8.29 (s, IH), 10.17 (d, J= 7.5 Hz, IH). 


10-151 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.49 (s, 3H), 2.67 
(t, J- 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H) 4 16 (br t J = 7 2 Hz 2H') 6 87 
(d, 7.5 Hz, IH), 7.59 (t, J= 7.5 Hz, 
IH), 8.15 (d, J= 8.4 Hz, IH), 8.37 (s, 
IH), 12.55 (br s, IH). 


10-152 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.38-1.54 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 

1.66- 1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, J= 6.0 Hz, 2H), 4.15 (t, J 
= 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s, IH), 12.77 (br s, IH). 


10-153 






1.36-1.43 (m, 2H), 1.47-1.55 (m, 2H), 
1.65-1.80 (m, 4H), 2.69 (t, J= 6.0 Hz, 
2H), 3.08 (t, J= 6.0 Hz, 2H), 3.31 (s, 
3H), 3.74 (t, J= 5.1 Hz, 2H), 4.39 (t, J 
= 5.1 Hz, 2H), 7.18 (dd, c7= 7.5 Hz, 0.9 
Hz, IH), 7.54 (t, J= 7.8 Hz, IH), 8.33 
(dd, J= 8.1 Hz, 0.9 Hz, IH), 8.37 (s, 
IH), 12.62 (br s, IH). 
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■"to 



No. 




R« 


^H-NMR (CDCI3) 


10-154 




0 


1.38-1.83 (m, 14H), 2.52-2.73 (m, 

6H), 2.67 (t, J= 6.0 Hz, 2H), 3.02 
(br t, 6.0 Hz, 2H), 4.39 (br t, 
7.5 Hz, 2H), 7.19 (dd, </= 7.5 
Hz, 0.6 Hz, IH), 7.54 (t, J 7.5 
Hz, IH), 8.33 (dd, J= 8.4 Hz, 0.6 
Hz, IH), 8.35 (s, IH), 12.58 (br s, 
IH). 


10-155 






1.37-1.55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 

z.oo vt, <J — D.U Hz, Z±±), 2.97 (t, J 

= 6.0 Hz, 2H), 3.60 (t, ^= 5.7 Hz, 
2H), 4.39 (br t, J ^ 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz, 0.6 Hz, IH), 
7.54 (t, 7.8 Hz, IH), 8.33 (dd, 
8.1 Hz, 0.6 Hz, IH), 8.40 (s, 
IH), 12.45 (br s, IH). 


10-156 




MsO"^"^^ — ^ 


1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1,77-1.85 
(m, 2H), 2.23 (quint, 6.0 Hz, 

9TT\ 9 /+ T a f\ TTrr OTJ\ O A 

ZXl^, Z.DO (t, e/ — O.U ±1Z, }il±), ^.£^4 

(t, 6.0 Hz, 2H), 3.10 (s, 3H), 
4.33 (t, J= 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.55 (t, J =^ 7.8 
Hz, IH), 8.32 (dd, J= 8.4 Hz, 0.6 
Hz, IH), 8.37 (s, IH), 12.56 (br s, 
IH), 


10-157 






1.37-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.76-1.85 
(m, 2H), 2.03 (quint, J =^ 7.5 Hz, 

2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H), 2.92 (t, 6.0 Hz, 2H), 
3.00 (t, J= 7.2 Hz, 2H), 4.21 (t, J 
= 7.5 Hz, 2H), 7.18 (d, J= 7,5 Hz, 
IH), 7.54 (t, J= 7.5 Hz, IH), 8.32 
(d, 8.4 Hz, IH), 8.35 (s, IH), 
12.59 (br s, IH). 


10-158 




N3-^ 


1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.95 (t, J = 
6.0 Hz, 2H), 3.52 (t, 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H), 7.19 
(dd, J= 7.5 Hz, 0.6 Hz, IH), 7.54 
(t, J= 7,8 Hz, IH), 8.32 (dd, J = 
8.4 Hz, 0.6 Hz, IH), 8.36 (s, IH), 
12.58 (br s, IH). 



204 
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PCT/JPOl/11427 



ft? 1 



is 



No. 






iH-NMR (CDClg) 


10-159 






1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, J= 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, J= 6.0 Hz, 2H), 2.93 (t, J 
= 6.0 Hz, 2H), 3.30 (q, 6,0 Hz, 2H), 
4.26 (br t, J*= 7.5 Hz, 2H), 6.63 (br t, J 
= 7.5 Hz, IH), 7.21 (dd, 8.1 Hz, 0.6 
Hz, IH), 7,56 (t, 7.8 Hz, IH), 8.34 

/J J r — Q l TT (\ r* TT_ 1 TT\ Q QQ 

Vua, C/ — O.l XIZ, u.o Jtiz, 1x1^, o,oV (,S, 

IH), 12.51 (br s, IH). 


10-160 






1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.94 (t, c/=^ 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q, J= 6.0 
Hz, 2H), 4.34 (br t, J = 7.5 Hz, 2H), 
5.58 (br t, 7.5 Hz, IH), 7.20 (dd, J 

— 1 XxZ, U.D xxZ, J.Xl^, f .OD Vi** — /.O 

Hz, IH), 8.31 (dd, J= 8.1 Hz, 0.6 Hz, 
IH), 8.39 (s, IH), 12.45 (br s, IH). 


10-161 




2 J 

H 


1.42-1.83 (m, 8H), 2.03 (quint, J= 6.0 
Hz, 2H), 2.69 (t, c/= 6.0 Hz, 2H), 2.93 
(t, ^= 6.0 Hz, 2H), 3.41 (q, J= 6.0 Hz, 

9"R^ 4 ^0 ^Vir f 7" — 7 f; TTiy 9■R^ 7 99 
^±ljf ft.OU \DJl b, c/ — /.?> XXZ, ^£j./f 

(dd, c/= 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, J= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s, IH). 


10-162 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.39-1.57 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2.68 
(t, 6.0 Hz, 2H), 2.92 (t, 6.0 Hz, 
2H), 4.16 (br t, c/=: 7.2 Hz, 2H), 6.86 
(d, J= 4.8 Hz, IH), 8.41 (s, IH), 8.54 
(d, J= 4.8 Hz, IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.53 (ni, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, c/= 6.0 Hz, 2H), 2.91 (t, 6.0 Hz, 
2H), 4.15 (br t, J= 7.5 Hz, 2H), 6.74 (s 
IH), 8.41 (s, IH), 12.75 (br s, IH). 


10-164 


a 


OHC J 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92-4.03 (m, IH), 4.42 
(t, ^= 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d, J= 7.5 Hz, IH), 9.84 (s, IH). 



205 



wo 02/053543 



PCT/JPOl/11427 



No. 




R6 


^H-NMR (CDCI3) 


10-165 


a 


OH 1 


1.20 (d, J = 6.6 Hz, 3H), 1,21- 
1.87 (m, 18H), 1. 90-2. 01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 
2H), 8.62-3.70 (m, IH), 3.92-4.01 
(m, 2H), 4.65-4.78 (m, IH), 8.36 


10-166 


a 




1.23-1.51 (m, 8H), 1.58-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, c/= 6.0 Hz, 2H), 2.88 
(t, J= 6.0 Hz, 2H), 2.93 (t, J = 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4,36 (t, J= 7.5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, J= 8.1 Hz, IH). 


10-167 






1.38-1.43 (m, 2H), 1.44-1,52 (m, 
2H), 1.65-1.83 (m, 4H), 1.86-1.95 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
-6. /4 (^m, 1x1;, Z.K> I (t, c/ = 0.0 xlz, 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, «/= 7.5 Hz, 
IH), 7.19-7.38 (m, 4H), 8.43 (s, 
IH), 10.11 (d, </= 6.9 Hz, IH). 


10-168 


ij 




1.38-1,42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, c/= 6.0 Hz, 
2H), 2,83-2.96 (m, IH), 2.91 (t, J 
= 60 Hz 2H) 2 99-3 06 (rn im 
3.02 (s, 3H), 4.25 (t, e7 = 6.9 Hz, 
2H), 4.33 (t, J"= 6.0 Hz, 2H), 5.67 
(q, 7.8 Hz, IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH), 10.13 (d, 8.4 Hz, IH). 


10-169 






1.37-1.43 (m, 2H), 1.44-1.53 (m, 
2H), 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH), 2,67 (t, 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7.5 Hz, 2H), 
4.45 (t, 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH), 5.67 (q, J= 7.5 Hz, 
IH), 7.16-7.28 (m, 3H), 7.35-7.39 
(m, IH), 8.39 (s, IH), 10.17 (d, J 
= 6.6 Hz. IH). 
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is 



No. 






^H-NMR (CDCI3) 


10-170 






1.38-1.43 (m, 2H), 1.44-1.54 (m, 2H), 
i.b/-x.oz {Txi, 4x1;, x.yi-^.Uo (m, iJbl;, 
2.06 (quint, 7.5 Hz, 2H), 2.49 (t, J 
= 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, c/= 6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2,91 (t, J= 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, J= 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.40 (s, IH), 
10.08 (d, 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1.93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2.66 (t, J — 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.91 (t, </= 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, J= 7.5 Hz, 
2H), 5.67 (q, 7.8 Hz, IH), 7.18- 
7.26 (m, 3H), 7.35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, 8.4 Hz, IH). 


10-172 






1.37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
i.oo-l./o v^m, 4x1^, 1.00-2.U2 (m, IM), 
1,87 (quint, 6.0 Hz, 2H), 1.95 (s, 
3H), 2.67 (t, 6,0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2.95 (m, IH), 2.90 (t, J= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, J= 6.0 Hz, 2H), 4.19 (br t, J = 
7.5 Hz, 2H), 5.67 (q, </= 7.5 Hz, IH), 
6.65 (br t, 7.5 Hz, IH), 7.18-7.28 
(m, 3H), 7.36-7.39 (m, IH), 8.41 (s, 
IH), 10.15 (d, J- 8.1 Hz, IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2,84 (s, 3H), 2.85-2.97 (m, IH), 
2.90 (t, 6.0 Hz, 2H), 3,00-3.10 (m, 
2H), 4,25 (br s, 2H), 5.67 (q, = 7.5 
Hz, 2H), 7.19-7.36 (m, 4H), 8.42 (s, 
IH), 10.06 (d, J= 8.1 Hz, IH). 


10-174 




o 1 

FgC^N^ 

H 


1.38-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2.00 (m, 3H), 
2.68 (t, 6.0 Hz, 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t, 6.0 
Hz, 2H), 3.00-3.10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, 
7.5 Hz, IH), 7.18-7.39 (m, 4H), 8.42 
(br s, IH), 8,44 (s, IH), 10.05 (d, = 
7.2 Hz, IH). 
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O 


oo 

1 


No. 






^H-NME (CDCI3) 


10-175 


OH 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.02-1.28 (m, 
6H), 1.36-1.52 (m, 8H), 1.62-1.80 (m, 
8H), 1.92 (br d, 12.0 Hz, IH), 2.64 
(t, J= 6.0 Hz, 2H), 2.89 (t, 6.0 Hz, 
2H), 3.45-3.62 (m, 3H), 4.07-4.15 (m, 
2H), 8.30 (s, IH), 10.28 (br s, IH). 


10-176 


ii 
o 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.20-1.51 (m, 
14H), 1.58-1.91 (m, 8H), 2.41-2.50 (m, 
IH), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 60 Hz 2H) 4 12 Cbr t ^7= 7 5 H7 
2H), 4.36 (d, 5.4 Hz, 2H), 8.26 (s, 
IH), 10.50 (br s, IH). 


10-177 


OH 


nBu 


0.98 (t, J"= 7.5 Hz, 3H), 1.15 (d, 

6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, r/= 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
^ 6.0 Hz, 2H), 4.09 (br t, J = 7.5 Hz, 
2H), 4.39-4.48 (m, IH), 4.98 (d, J = 

2.7 Hz, IH), 7.23-7.39 '(m, 5H),'8.33 
(s, IH), 10.10 (d, J= 7.5 Hz, IH). 


10-178 


Bh 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.15 (d, 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, 7.2 Hz, 2H), 1.62-1.80 (m, 
6H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6,0 Hz, 2H), 4.09 (br t, J = 1.2 Hz, 
2H), 4.39-4.49 (m, IH), 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 
(s, IH), 10.10 (d. 6.9 Hz, IH). 


10-179 


o 


nBu 


0.99 (t, e/= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, c/= 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J" = 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, 6.9 Hz, 
IH). 


10-180 




nBu 


0.99 (t, </= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, ^= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, = 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 7.2 Hz, 
IH). 



208 



wo 02/053543 



PCT/JPOl/11427 



7 5 



No. 






^H-NMR (CDCI3) 


11-001 




nBu 


1.01 (t, c/= 7.2 Hz, 3H), 1.42-1.54 (m, 
2H), 1.65-1.79 (m, 2H), 1,79 (s, 6H), 
2.13 (s, 3H), 2.41 (s, 3H), 4.13 (t, 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7,26- 
7.33 (m, 2H), 7.42-7.46 (m, 2H), 8.25 
(s, IH), 10.40 (br s, IH). 








1.79 (s, 6H), 2.13 (s, 3H), 2.29 (s, 3H), 
5.50(br s, 2H), 7.09-7,47 (m, lOH), 8.35 
(s, IH), 10.35 (br s, IH). 


11-003 






1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (s, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H), 
8.24 (s, IH), 10.39 (br s, IH). 


11-004 


HO^ 




1.00-1.30 (m, 4H), 1.55-1.90 (m, 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5.26-5.32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH), 10.72 
(br d, 6.9 Hz, IH). 


11-005 






1.00-1.30 Cm, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H), 2.39 (s, 3H), 3.90 (d, 
6.0 Hz, 2H), 4.04 (br s, 2H), 5.50-5.56 
(m, IH), 7.26-7.44 (m, 5H), 8.30 (s, 
IH), 10.73 (d, J= 8.1 Hz, IH). 


11-006 


o — 




1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m, 2H), 2.18 (s, 3H), 2,39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3,46 
(quint, 6.9 Hz, 2H), 4.03 (br s, 2H), 
7.14-7.30 (m, 5H), 8.32 (s, IH), 9.98 (br 
s, IH). 


11-007 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1.62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H), 3,89-4.00 (m, 2H), 4.12 
(dd, J= 9.0 Hz, c/= 5.1 Hz, 2H), 5.26- 
5.32 (m, IH), 7.26-7.43 (m, 5H), 8.32 
(s, IH), 10.72 (br d, c7= 6.9 Hz, IH). 


11-008 




nBu 


1.00 (t, </= 7.5 Hz, 3H), 1.41-1.53 (m, 
2H), 1.64-1.74 (m, 2H), 2.16 (s, 3H), 
2.41 (s, 3H), 3.91 (d, J= 5.7 Hz, 2H), 
4.13 (t, c/= 7.5 Hz, 2H), 5.60-5.57 (m, 
IH), 7.28-7.45 (m, 5H), 8.30 (s, IH), 
10.73 (br d, 8.1 Hz. IH). 


11-009 


Me Me 




0.84 (d, J^- 6.6 Hz, 6H), 1.06-1.85 (m, 
21H), 2.17 (s, 3H), 2.38 (s, 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH), 8.31 (s, 
IH), 9.77 (d, 7.5 Hz. IH). 



209 



wo 02/053543 

mi 6 



No. 






jl-iNM±t 


11-010 


A 




0.60-0.65 (m, 2H), 0.77-0.84 (m, 2H), 
1.05-1.26 (m, 5H), 1.59-1.85 (m, 6H), 
2.18 (s, 3H), 2,38 (s, 3H), 2.89-2.98 (m, 
IH), 4.00 (br s, 2H), 8.32 (s. IH), 9.89 
(br s, IH). 


11-011 




— ^ 


0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 
(s, 3H), 2.72-2.91 (m, 2H), 3.94 (br s, 
2ik) 5 37-5 44 Cm IVV) 7 06-7 16 (tq 
3H), 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (br d, J'= 8.7 Hz, IH). 


11-012 


Me 




0.92 (t, 7.5 Hz, 3H), 0,95 (d, 6.6 
Hz, 3H), 1.06-1.85 (m, .14H), 2.18 (s, 
3H), 2.39 (s, 3H), 3.20-3.29 (m, IH), 
i5.D4-d.42 (m, IH), 4,03 (br s, 2H), 8.32 
(s, IH), 9.95 (br s, IH). 


11-013 


>r 


o' 


0.98 (s, 9H), 1.07-1.23 (m, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2,39 (s, 3H), 
3.26 (d, J-= 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s, IH), 10.06 (br s, IH). 


11-014 






1.05-1.23 (m, 5H), 1.62-1.87 (m, 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H), 4.62 (d, 5.4 Hz, 2H), 6,25-6.31 






(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10,23 (br s, IH). 








0.88 (d, c/= 6.9 Hz, 3H), 0.93 (t, 7.5 


11-015 




Me 


Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1.89-2.00 (m, IH), 2.19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, c/= 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 
8.37 (s, IH), 10.30 (br s, IH). 


11-016 




Me 


0.90 (t, cl — 7.2 Hz, 3H), 0.95 (t, J = 7.5 
Hz, ori)j 1.17-1.32 (m, IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H), 8.33 (s, IH), 10.03 
(br s, IH). 


11-017 






0.98 (s, 9H), 2.18 (s, 3H), 2.40 (s, 3H), 
4.34 (br s, 2H), 7.20-7.37 (m, 5H), 8.34 
(s, IH), 10.31 (br s, IH). 


11-018 




V 


0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7.31 (m, 5H), 8,30 (s, IH), 
10.01 (br s, IH). 


11-019 






2.19 (s, 3H), 2.53 (s, 3H), 4.63 (d, J = 
5.7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7.21-7.37 (m, 6H), 8.38 (s, IH), 10.18 






(br s, IH). 



210 



PCT/JPOl/11427 



O 




wo 02/053543 



7 7 



No. 




R^ 


^H-NMR fCDCla^ 


11-020 






2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.35 (t, c/- = 1.5 Hz, 
IH), 8.34 (s, IH), 9.92 (br s, IH). 


11-021 






0.45-0.66 (m, 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, J= 6.9 Hz, 2H), 4.64 (d, J 5.7 
Hz, 2H), 7.20^7.38 (m, 5H), 8.36 (s, 
IH), 10.31 (br s, IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, 7.8 Hz, 2H), 3.63-6.70 (m, 
2H), 4.12 (d, J= 6.9 Hz, 2H), 7.17- 
7.32 (m, 5H), 8.33 (s, IH), 10.03 
(br s, IH). 


11-023 


H 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t, </ = 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH), 9.62 (br s, IH). 


11-024 




cy 


1.05-1.26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, 4.5 Hz, 2H), 7.50 (t, 
7.5 Hz, 2H), 7.61 (t, J" = 7.5 Hz, 
IH), 8,02-8.06 (m, 2H), 8.32 (s, 
IH), 10.78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
^ 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, J'= 7.5 Hz, 2H), 7.29-7.36 (m, 
3H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 
(t, J"= 7.5 Hz, IH), 8.03 (d, </= 7.5 
Hz, 2H), 8.41 (s, IH), 10.74 (br s, 
IH). 
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7 8 




No. 




R3 


^H-NMR (CDClg) 








1.04 (t, J = 7.3 Hz, 3H), 1.42-1.54 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 

3H), 2.94 (t, J — 7.3 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
(s, IH), 9.91 (t, 5.5 Hz, IH). 


12-002 






1.04 (t, J= 7.3 Hz, 3H), 1.43-1.65 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (m, 2H), 3.67-3.74 (m, 2H), 
4.18 (t, c/= 7.9 Hz, 3H), 6.55 (m, IH), 
o.yu-o.y4 vni, ixi^ /.iy-/.4o (^m, oJnL), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 
J== 5.8 Hz, IH). 


12-003 




Et 


0.98 (t, 7.5 Hz, 3H), 1.16 (t, J = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, J - 7.5 Hz, 2H), 4.09 (t, J- 
7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, J= 7.5 Hz, 3H) , 1.16 (t, J = 
7,5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H), 2.52 
(quint, 7.5 Hz, 2H), 2.94 (t, 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H), 7.17-7.32 (m, 
5H), 8.35 (s, IH), 10.04 (br s, IH). 



212 



wo 02/053543 



PCT/JPOl/11427 



No. 


mm 


^H-NMR (CDCI3) 


13-001 


o 


0.99 (t, J=^ 7.5 Hz, 3H), 1.08 (t, 7.5 
Hz, 3H), 1.19 (t, ^ = 7.5 Hz, 3H), 
1.38-1.50 (m, 2H), 1.53-1.72 (m, 4H), 
2.50 (quint, J- 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, J= 6.0 
Hz, 2H), 7.23-7.37 (m, 5H), 8.40 (s, 
IH), 10.32 (br s, IH). 




o 


1.01 (t, J=- 7.2 Hz, 3H), 1.09 (t, c/= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 3H), 
1.40-1.52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quint, J= 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz, 2H), 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m, 5H), 8.37 (s, IH), 10.06 
(br s, IH). 


13-003 


o 


0.98 (t, 7.2 Hz, 3H), 1.08 (t, J= 7.2 
Hz, 3H), 1.38-1.50 (m, 2H), 1.53-1.72 
(m, 4H), 2.19 (s,3H), 2.62-2.68 (m, 
2H), 4.04-4.10 (m, 2H), 4.64 (d, </= 5.7 
Hz, 2H), 7.21-7.38 (m, 5H), 8.35 (s, 
IH), 10.30 (br s, IH). 


13-004 




1.00 (t, c7= 7,5 Hz, 3H), 1.08 (t, J= 7.5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, 7.5 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m, 5H), 8.31 (s, IH), 10.03 (br s, IH). 


13-005 




0.98 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, J= 6.1 Hz, 2H), 2.83 (t, J= 6.4 
Hz, 2H), 4.10 (t, J = 7,9 Hz, 2H), 
7.21-7.38 (m, 2H), 7.55 (d, J= 7.6 Hz, 
IH), 8.38 (s, IH), 8.79 (br s, IH). 


13-006 


H 


0.97 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
oH), 1.62-1.75 (m, 6H), 2.62 (t, c/ = 6.1 
Hz, 2H), 2.83 (t, 6.1 Hz, 2H), 4.10 
(t, 7.9 Hz, 2H), 7.32-7.47 (m, 3H), 
1.12-1.1^ (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H Clv^ 
BnO N^^^^JO^CI 


0.97 (t, J= 7.3 Hz, 3H), 1.34-1,46 (m, 
2H), 1.72-1.82 (m, 2H), 4.03 (t, 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH), 8.15 (br s, IH). 


13-008 




0.96 (d, 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3.20 (m, 2H), 3.18 
(t, c/= 5.0 Hz, 2H), 3.92 (t, 5.0 Hz, 
2H), 4.06 (tHke, 2H), 6.87-7.00 (m, 
5H). 


13-009 


o 


0.98 (t, J= 7.5 Hz, 3H), 1.22 (t, J= 7.5 
Hz, 3H), 1.36-1.51 (m, 2H), 1.61-1.72 
(m, 2H), 2.19 (s, 3H), 2.73 (quint, J = 
7.5 Hz, 2H), 4.08 (t, J" = 7,8 Hz, 2H), 
4.64 (d, J= 6,0 Hz, 2H), 7,20-7.39 (m, 
5H), 8.35 (s, IH), 10.03 (br s, IH). 



213 



wo 02/053543 



PCT/JPOl/11427 



^8 0 



No. 


mm. 


^H-NMR (CDCI3) 


13-010 


o 


1.00 (t, J= 7.5 Hz, 3H), 1.23 {t, J= 7.5 Hz, 
3H), 1.40-1.52 (m, 2H), 1,61-1.73 (m, 2H), 
2.19 (s, 3H), 2.73 (quint, J= 7.5 Hz, 2H), 
2.93 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 2H), 
4.08 (t, J= 7.5 Hz, 2H), 7.17-7.32 (m, 5H), 
8.31 (s, IH), 10.03 (br s, IH). 


13-011 


O 


0.98 (t, 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.38-1.50 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, c/= 7.8 Hz, 2H), 4,05 (t, J= 7.8 Hz, 
2H), 4.64 (d, 6.0 Hz, 2H), 6.28 (d, 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8.44 (d, J== 
7.8 Hz, IH), 10.21 (br s, IH). 


13-012 




1.00 (t, J= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.39-1.55 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, 7.8 Hz, 2H), 2.93 (t, </= 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 6.27 (d, J"= 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, J= 7.5 Hz, IH), 9.95 (br s, 
IH). 


13-013 


H r#=^ 
CI OqX/ 


0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 4.08 (t, 7.3 Hz, 2H), 
7.26 (d, J= 2.4 Hz, IH), 7.32-7.54 (m, 8H), 
7.76-7.79 (m, IH), 8.92 (d, J= 2.4 Hz, IH), 
9.29 (s, IH). 


13-014 


Me O^XJ 


0.99 (t, ^= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3.7 Hz, 2H), 5.32 (dt, 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, J = 
2.7 Hz, IH), 8.83 (d, J= 2.7 Hz, IH), 10.29 
(d, J= 7.9 Hz). 


13-015 


Me OqX,^ J 

"^^Me 


0.98 (t, </= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.54 (s, 3H), 4.06 (t, J = 

7.3 Hz, 2H), 7.18-7.59 (m, 4H), 8.70 (d, J = 

2.4 Hz, IH), 8.84 (br s, IH). 


13-016 


Me O 

^-^Me 


0.98 (t, J= 7.3 Hz, 3H), 1.38-1.46 (m, 2H), 
1.57 (d, J= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt, 4.3, 7.0 Hz, 2H), 5.29 (q, J = 
7.3 Hz, 2H), 7.21-7.40 (m, 5H), 7.69 (d, J = 
2A Hz, IH), 8.62 (d, 2.4 Hz, IH), 10.08 
(d, 7.3 Hz, IH). 


13-017 


Me O ^'V^ 
^"^Me 


0.99 (t, 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.59 (d, J= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4.15 (m, 2H), 5.31 (dt, J= 7.6, 7.3 Hz, 
IH), 7.21-7.43 (m, 3H), 7.65 (d, J= 2.7 Hz, 
IH), 8.61 (d, e7= 2.7 Hz, IH), 10.19 (d, J = 
7.6 Hz, IH). 


13-018 


Me O 

^Me 


0.99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, J = 
2.7 Hz, IH), 8.83 (d, 2.7 Hz, IH), 10.29 
(d, c7= 7.9 Hz). 
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iH-NMR (CDCI3) 



13-019 



,OMe 
N O 




0.90 (t, J== 7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, c/= 6.0 Hz, 2H), 2.68 (br t, J = 
6.0 Hz, 2H), 3.27 (s, 3H), 3,70-4.00 (m, 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 



HO. 



13-020 




0.99 (t, J= 7.2 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2.63- 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H), 5.26-5.32 (m, IH), 7,27-7.43 (m, 5H), 
8.31 (s, IH), 10.72 (d, >= 5.7 Hz, IH). 



HO. 



13-021 




0.99 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2.19 (s, 3H), 2.74 (q, c/= 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4,09 (s, 2H), 5.26-5.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d, J= 7.2 Hz, IH). 



13-022 




1.00 (t, J= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.45 (sextet, J"= 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, J= 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br s,lH), 
3.47 (br s, IH), 3.89-3.99 (m, IH), 4.17- 
4,26 (m, IH), 4.57-4.71 (m, 2H), 7.20-7.38 
(m, 5H), 8.44 (s, IH), 10.30 (br s, IH). 



13-023 



1.01 (t, J=: 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1.89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br s, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7,46 
(m, 2H), 8.33 (s, IH), 10.42 (br s, IH). 



13-024 




1.00 (t, J-= 7.5 Hz, 3H), 1.17-1.26 (m, 2H), 
1.39-1.60 (m, 4H), 1.55 (d, c/= 3.0 Hz, 3H), 
1.68-1.85 (m, 2H), 1.90-2.07 (m, 2H), 3,37 
(br s,lH), 3.47 (br s, IH), 3.88-4.01 (m, 
IH), 4.17-4.30 (m, IH), 5.30 (quint, J'= 7.5 
Hz, IH), 7.18-7.41 (m, 5H), 8.40 (s, IH), 
10.34 (d, J== 7.8 Hz, IH). 



HO, 



13-025 




1,00 (t, J= 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br s,lH), 3.49 (br 
s, IH), 3.89-3.99 (m, 3H), 4.20-4.30 (m, 
IH), 5.29 (q, J= 6.0 Hz, IH), 7.26-7.43 (m, 
5H), 8.40 (s, IH), 10.71 (d, 7,2 Hz, IH). 



13-026 




1.01 (t, J'= 7.5 Hz, 3H), 
1.41-1.55 (m, 2H), 1,70- 
2.08 (m, 2H), 3.38 (br 
IH), 3.90 (d, ^= 4.8 Hz, 
IH), 4.20-4.31 (m, IH), 
7,26-7.44 (m, 5H), 8.39 
= 7.8 Hz, IH). 



1.20-1.31 (m, 2H), 
1.88 (m, 4H), 1.90- 
s,lH), 3.48 (br s, 
2H), 3.95-4.02 (m, 
5.50-5.58 (m, IH), 
(s, IH), 10.74 (d, J 



13-027 




1.00 (t, J= 7.5 Hz, 3H), 
3H), 1.40-1.72 (m, 6H), 
2,68 (m, 2H), 3.90 (d, J 
(br s, 2H), 5.54 (s, IH), 
8.30 (s, IH), 10.74 (br d 



1.08 (t, J= 7.5 Hz, 
2.17 (s, 3H), 2.63- 
= 5.7 Hz, 2H), 4-11 
7.26-7.44 (m, 5H), 
7.8 Hz, IH). 
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13-028 




1.00 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H), 
2.18 (s, 3H), 2.74 (quint, J= 7.8 Hz, 2H), 
3.90 (d, J= 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(s, IH), 10.74 (br d, 7.5 Hz, IH). 



13-029 




0.70 (t, 7.2 Hz, 3H), 1.11 (sextet, 
7.2 Hz, 2H), 1.54 (quint, 7.2 Hz, 2H), 
1.61 (s> 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5,34 (quint, J- 1.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10.41 (d, c/= 7.8 Hz, 
IH). 



13-030 




0.72 (t, J= 7.5 Hz, 3H), 1.12 (sextet, J = 
7.5 Hz, 2H), 1.57 (quint, J =^ 7.5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s, 6H), 3.81 (t, 8.4 
Hz, 2H), 7.16-7.57 (m, lOH), 8.37 (s, IH), 
10.49 (br s, IH). 



13-031 




0.70 (t, J= 7.2 Hz, 3H), 1.10 (sextet, J = 
7.2 Hz, 2H), 1.54 (quint, J= 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 5.29-5.36 (m, IH), 7.16-7,57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, 6.6 Hz, 
IHL 



13-032 




0.70 (t, J= 7.2 Hz, 3H), 1.01 (s, 9H), 1.11 
(sextet, c/= 7.2 Hz, 2H), 1.54 (quint, c/= 7.2 
Hz, 2H), 1.83 (s, 3H), 3.29 (t, </ = 4.8 Hz, 
2H), 3.80 (t, c/= 7.2 Hz, 2H), 7.20-7.67 (m, 
2H), 7.50-7.60 (m, 3H), 8.46 (s, IH), 10.15 
(br s, IH). 



13-033 




0.71 (t, c/= 7.5 Hz, 3H), 1.11 (sextet, 
7.5 Hz, 2H), 1.56 (quint, 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, c/= 6.0 Hz, 2H), 5.53-5.61 (m, 
IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10.83 
(d, J= 8.4 Hz, IH). 



13-034 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J =^ 
7.2 Hz, 2H), 1.58 (d, 7.2 Hz, 3H), 1.64- 
1.77 (m, 4H), 1.83-1.92 (m, 2H), 2.60 (t, </ = 
6.0 Hz, 2H), 2.74 (t, J-= 6.0 Hz, 2H), 4.00- 
4.10 (m, 2H), 5.30 (quint, 7.2 Hz, IH), 
7.19-7.42 (m, 5H), 8.23 (s, IH), 10,34 (d, J 
= 7.5 Hz, IH). 



13-035 




0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t, 6,0 
Hz, 2H), 2.75 (t, c/= 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (m, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d, J= 5.4 Hz, IH). 



13-036 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, 6.0 Hz, 2H), 2.75 (t, 
6.0 Hz, 2H), 3.91 (d, J"= 6.0 Hz, 2H), 4.06 
(t, J 7.2 Hz, 2H), 5.50-5.58 (m, IH), 
7.27-7.45 (m, 5H), 8.23 (s, IH), 10.75 (t, 
7.5 Hz, IH). 
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^H-NMR (CDCI3) 



13-037 




0.99 (t, c/= 7.2 Hz, 3H), 1.18-1.51 (m, 8H), 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.73 
(t, J= 6.0 Hz, 2H), 3.90-4.01 (m, IH), 4.03 
(t, J= 7.2 Hz, 2H), 8.24 (s, IH), 9.86 (d, J = 
7.5 Hz, IH). 



13-038 




0.99 (t, J= 7.5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, J= 6.0 Hz, 2H), 2.74 (t, J = 
6,0 Hz, 2H), 3.28 (t, 6.0 Hz, 2H), 4.04 
(t, 7.5 Hz, 2H), 8.25 (s, IH), 9.96 (br s, 
IHL 



13-039 




0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, </ = 

7.5 Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1.91 
(m, 2H), 1,99-2.11 (m, 2H), 2.61 (t, 6.0 
Hz, 2H), 2,73 (t, c/= 6.0 Hz, 2H), 4.02 (t, J 
= 7.5 Hz, 2H), 4.36 (sextet, J"= 6.6 Hz, IH), 
8.24 (s, IH), 9.91 (d, 6.9 Hz, IH). 



13-040 




0.99 (t, J= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 
1.18 (d, J = 6.6 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.59-1.92 (m, IIH), 2.61 (t, J= 
6.0 Hz, 2H), 2,73 (t, J= 6.0 Hz, 2H), 3.93- 
4.13 (m, 1H+2H), 8.24 (s, IH), 9.85 (d, 
8.7 Hz, IH). 



13-041 




0.99 (t, J= 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), 1.83-1.91 
(m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.75 (t, 
6.0 Hz, 2H), 3.70 (d, J= 6.0 Hz, 2H), 4.06 
(t, J ^ 7.2 Hz, 2H), 5,38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, J = 
8.7 Hz, IH). 



13-042 




0,99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.58 (d, J= 7,2 Hz, 3H), 1.68 
(quint, J= 7.5 Hz, 2H), 2.82 (t, J= 6.0 Hz, 
2H), 4.00 (t, J== 6.0 Hz, 2H), 4.05 (t, J= 7.5 
Hz, 2H), 4.58 (s, 2H), 5.29 (quint, =/ = 7.2 
Hz, IH), 7.23-7,42 (m, 5H), 8.17 (s, IH), 
10.25 (d. 7.5 Hz, IH). 



13-043 



0,99 (t, J= 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d, J= 6.6 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1,60-1,84 (m, 9H), 2,82 (t, 
6,0 Hz, 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, J= 8,1 Hz, IH). 



13-044 




1.01 (t, 7.5 Hz, 3H), 1.47 (sextet, J = 

7.5 Hz, 2H), 1.71 (quint, J= 7.5 Hz, 2H), 
1,79 (s, 6H), 2,82 (t, J= 6.0 Hz, 2H), 4.00 
(t, J= 6.0 Hz, 2H), 4,05 (t, 7.5 Hz, 2H), 
4.54 (s, 2H), 7,26-7,34 (m, 3H), 7.42-7.46 
(m, 2H), 8.11 (s, IH), 10.34 (br s, IH). 



13-045 




0,99 (t, J= 7.5 Hz, 3H), 1.19-1.52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1.91- 
2.02 (m, 2H), 2,71 (t, J*= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, 7.5 Hz, 2H), 8.29 (s, IH), 9.86 (d, 
J=^ 6.9 Hz, IH). 
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mm 
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13-046 


O H X X / 

.x^C^^ — ^ 


1.00 (t, J= 7.2 Hz, 3H), 1.47 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.74 (m, 6H), 
1.83-1.90 (ra, 2H), 2.72 (t, J"= 6.0 Hz, 

t, ^= 7.2 Hz, 2H),4.96 (d, J= 4.5 Hz, 

2H), 7.50 (t, 7.5 Hz, 2H), 7,61 (t, J 
= 7,5 Hz, IH), 8.04 (d, J= 7.5 Hz, 2H), 
8,29 (s,lH), 10.79 (br s, IH). 


13-047 




0.99 (t, J= 7.2 Hz, 3H), 1.22-1.49 (m, 
6H), 1.60-1.78 (m, 6H), 1.94-2.01 (m, 

2H), 2.82 (t, J= 6.0 Hz, 2H), 3,91-4.05 
(m, 5H), 4,60 (s, 2H), 8.18 (s, IH), 
9.79 (d, c7= 6.3 Hz, IH). 


13-048 




0.98 (t, J= 7.2 Hz, 3H), 1.10-1.29 (m, 
6H), 1.40-1.56 (m, 8H), 1.65-1.82 (m, 
8H), 1.93 (br t, J- 12.0 Hz, IH), 2.66 
(t, c/= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br t, J= 7.2 Hz, 2H), 7.29 
(br s, IH), 8.00 (s, IH). 


13-049 


CI o 
CI ^^''v^ 


0.99 (t, c/= 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H). 1.87 
(sextet, J= 6.0 Hz, 2H), 2.74 (t, J = 
6.0 Hz, 2H), 2.96 (t, J =^ 6.0 Hz, 2H), 
4.19 (br t, 7.2 Hz, 2H), 4.68 (d, J = 
6.0 Hz, 2H), 7,15 (dd, 8.4 Hz, 2,4 
Hz, IH), 7.23-7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz, IH), 8.31 (s,lH), 10.43 (br s, 
IH). 


13-050 


CI O 
CI .^--v^ 


0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.79 (m, 4H), 1.89 
(quint, J= 6.0 Hz, 2H), 2.63 (t, 6.0 
Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 
(t, J= 8.1 Hz, 2H), 4.68 (d, 6.0 Hz, 
2H), 7,15 (dd, 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, 2.4 Hz, 
IH), 8.27 (s,lH), 10.44 (br s, IH). 
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3-031 




Et 


3-032 




Et 


3-041 






3-042 






3-043 




CF3 
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3-017 


o 


3-018 


O 


3-019 


O 

Ph-^N-V^*^® 
Ho^N^Me 


3-020 


o 

"o^N Me 

rS 


5-021 


Cl 

'Y^^N.^^Me 

Cl OqJ^j^1,^3 

nBu 


5-022 


Me O^AJ 
nBu 
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nBu 



No. 


Y2 




8-001 


-C(=0)-NH- 


Ck 


8-002 


-C(=0)-NH- 




8-003 


-C(=0)-NH- 




8-004 


-C(=0)-NH- 




8-005 


-C(=0)-NH- 




8-006 




H 


8-007 


-C(=0)-NH- 




8-008 


-NH-C(=0)- 




8-009 


-NH-C(=0)- 




8-010 


-NH-C(=0)- 




8-011 


-NH-C(=0)- 




8-012 


-NH-C(=0)- 




8-013 


-NH-C(=0)- 


a" 


8-014 


-NH-C(=0)- 





221 



wo 02/053543 



PCT/JPOl/11427 



^8 8 



Bn 



No. 


Y2 




8-015 


-C(=0;-NH- 




8-016 


-C(=0)-NH- 




8-017 


-C(=0)-NH- 




8-018 


-C(=0)-NH- 




8-019 


-C(=0)-NH- 




8-020 


-C(=0)-NH- 


H 

a" 


8-021 


-C(=0)-NH- 




8-0252 






8-023 


-NH-C(=0)- 




8-024 


-NH-C(=0)- 




8-025 


-NH-C(=0)- 




8-026 


-NH-C(=0)- 


(f^ H 


8-027 


-NH-C(=0)- 


a" 


8-028 


-NH-C(=0)- 
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O 






R9 


RIO 


n 


9-001 


(4-Cl)C6H4CH2- 


n-Bu 


3 


9-002 


(3-Cl)C6H4CH2- 


n-Bu 


3 


9-003 


(2-Cl)C6H4CH2- 


n-Bu 


3 


9-004 


(4-F)C6H4CH2- 


n-Bu 


3 


9-005 


(3-F)C6H4CH2- 


n-Bu 


3 


9-006 


(2-F)C6H4CH2- 


n-Bu 


3 


9-007 


(4-Me)C6H4CH2- 


n-Bu 


3 


9-008 


(3-Me)C6H4CH2- 


n-Bu 


3 


9-009 


(2-Me)C6H4CH2- 


n-Bu 


3 


9-010 


(4-MeO)C6H4CH2- 


n-Bu 


3 


9-011 


(3-MeO)C6H4CH2- 


n-Bu 


3 


9-012 


(2-MeO)C6H4CH2- 


n-Bu 


3 


9-013 


(4-Me2N)C6H4CH2- 


n-Bu 


3 


9-014 


(3-Me2N)C6H4CH2" 


n-Bu 


3 


9-015 


(2-Me2N)C6H4CH2- 


n-Bu 


3 


9-016 


(4-MeOCO)C6H4CH2- 


n-Bu 


3 


9-017 


(3-MeOCO)C6H4CH2- 


n-Bu 


3 


9-018 


(2-MeOCO)C6H4CH2- 


n-Bu 


3 


9-019 


(4-CN)C6H4CH2- 


n-Bu 


3 


9-020 


(3-CN)C6H4CH2- 


n-Bu 


3 


9-021 


(2CN)C6H4CH2- 


n-Bu 


3 


9-022 


(4N02)G6H4CH2- 


n-Bu 


3 


9-023 


(3N02)C6H4CH2- 


n-Bu 


3 


9-024 


(2N02)C6H4CH2- 


n-Bu 


3 


9-025 


(4-Cl)C6H4CH2- 


n-Bu 


4 


9-026 


(3-Cl)C6H4CH2- 


n-Bu 


4 


9-027 


(2-Cl)C6H4CH2- 


n-Bu 


4 


9-028 


(4-F)C6H4CH2- 


n-Bu 


4 


9-029 


(3-F)C6H4CH2- 


n-Bu 


4 


9-030 


C2-F)C6H4CH2- 


n-Bu 


4 


9-031 


(4-Me)C6H4CH2- 


n-Bu 


4 


9-032 


(3-Me)C6H4CH2- 


n-Bu 


4 


9-033 


(2-Me)C6H4CH2- 


n-Bu 


4 


9-034 


(4-MeO)C6H4CH2- 


n-Bu 


4 


9-035 


(3-MeO)C6H4CH2- 


n-Bu 


4 


9-036 


(2-MeO)C6H4CH2- 


n-Bu 


4 


9-037 


(4-Me2N)C6H4CH2- 


n-Bu 


4 


9-038 


(3-Me2N)C6H4CH2^ 


n-Bu 


4 


9-039 


(2-Me2N)C6H4CH2- 


n-Bu 


4 


9-040 


(4-MeOCO)C6H4CH2- 


n-Bu 


4 



223 



wo 02/053543 



PCT/JPOl/11427 



9 0 



O 




/l^ ys. A-JU. -rrr ca 


R9 


RIO 


n 


9-041 


(3-MeOCO)C6H4CH2- 


n-Bu 


4 


9-042 


(2-MeOCO)C6H4CH2- 


n-Bu 


4 


9-043 


(4-CN)C6H4CH2- 


n-Bu 


4 


9-044 


(3-CN)C6H4CH2- 


n-Bu 


4 


9-045 


(2CN)C6H4CH2- 


n-Bu 


4 


9-046 


(4N02)C6H4CH2- 


n-Bu 


4 


9-047 


(3N02)C6H4CH2- 


n-Bu 


4 


9-048 


(2N02)C6H4CH2- 


n-Bu 


4 


9-049 


(4-Cl)C6H4CH2- 


n-Bu 


5 


9-050 


(3-Cl)C6H4CH2- 


n-Bu 


5 


9-051 


(2-Cl)C6H4CH2- 


n-Bu 


5 


9-052 


(4-F)C6H4CH2- 


n-Bu 


5 


9-053 


(3-F)C6H4CH2- 


n-Bu 


5 


9-054 


(2-F)C6H4CH2- 


n-Bu 


5 


9-055 


(4-Me)C6H4CH2- 


n-Bu 


5 


9-056 


(3-Me)C6H4CH2- 


n-Bu 


5 


9-057 


(2-Me)C6H4CH2- 


n-Bu 


5 


9-058 


(4-MeO)C6H4CH2- 


n-Bu 


5 


9-059 


(3-MeO)C6H4CH2- 


n-Bu 


5 


9-060 


(2-MeO)C6H4CH2- 


n-Bu 


5 


9-061 


(4-Me2N)C6H4CH2- 


n-Bu 


5 


9-062 


(3-Me2N)C6H4CH2-^ 


n-Bu 


5 


9-063 


(2-Me2N)C6H4CH2- 


n-Bu 


5 


9-064 


(4-MeOCO)C6H4CH2- 


n-Bu 


5 


9-065 


(3-MeOCO)C6H4CH2- 


n-Bu 


5 


y-Ubb 


(2 -Me UOU) 06x140x12- 


n-Bu 


5 


9-067 


(4-CN)C6H4CH2- 


n-Bu 


5 


9-068 


(3-CN)C6H4CH2- 


n-Bu 


5 


9-069 


(2CN)C6H4CH2- 


n-Bu 


5 


9-070 


(4N02)C6H4CH2- 


n-Bu 


5 


9-071 


(3N02)C6H4CH2- 


n-Bu 


5 


9-072 


(2N02)C6H4CH2- 


n-Bu 


5 


9-073 


(4-Cl)C6H4CH2- 


n-Bu 


6 


9-074 


(3"C1)C6H4CH2- 


n-Bu 


6 


9-075 


(2^C1)C6H4CH2- 


n-Bu 


6 


9-076 


(4-F)C6H4CH2- 


n-Bu 


6 


9-077 


(3-F)C6H4CH2- 


n-Bu 


6 


9-078 


(2-F)C6H4CH2- 


n-Bu 


6 


9-079 


C4-Me)C6H4CH2- 


n-Bu 


6 


9-080 


(3-Me)C6H4CH2- 


n-Bu 


6 
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/\^ w iLL^ TT? n 


R9 


RIO 


n 


9-081 


(2-Me)C6H4CH2- 


n-Bu 


6 


9-082 


(4-MeO)C6H4CH:2- 


n-Bu 


6 


9-083 


(3-MeO)C6H4CH2- 


n-Bu 


6 


9-084 


(2-MeO)C6H4CH2- 


n-Bu 


6 


9-085 


(4-Me2N)C6H4CH2- 


n-Bu 


6 


9-086 


(3-Me2N)C6H4CH2- 


n-Bu 


6 


9-087 


(2-Me2N)C6H4CH2- 


n-Bu 


6 


9-088 


(4-MeOCO)C6H4CH2- 


n-Bu 


6 


9-089 


(3-MeOCO)C6H4CH2- 


n-Bu 


6 


9-090 


(2-MeOCO)C6H4CH2- 


n-Bu 


6 


9-091 


(4-CN)C6H4CH2- 


n-Bu 


6 


9-092 


(3-CN)C6H4CH2- 


n-Bu 


6 


9-093 


(2CN)C6H4CH2- 


n-Bu 


6 


9-094 


(4N02)C6H4CH2- 


n-Bu 


6 


9-095 


(3N02)C6H4CH2- 


n-Bu 


6 


9-096 


(2N02)C6H4CH2- 


n-Bu 


6 


9-097 


(4-Cl)C6H4CH2- 


Bnzyl 


3 


9-098 


(3-Cl)C6H4CH2- 


Bnzyl 


3 


9-099 


(2-Cl)C6H4CH2- 


Bnzyl 


3 


9-100 


(4-F)C6H4CH2- 


Bnzyl 


3 


9-101 


(3-F)C6H4CH2- 


Bnzyl 


3 


9-102 


(2-F)C6H4CH2- 


Bnzyl 


3 


9-103 


(4-Me)C6H4CH2- 


Bnzyl 


3 


9-104 


(3-Me)C6H4CH2- 


Bnzyl 


3 


9-105 


(2-Me)C6H4CH2- 


Bnzyl 


3 


9-106 


(4-MeO)C6±14CH2- 


Bnzyl 


3 


9-107 


(3-MeO)C6H4CH2. 


Bnzyl 


3 


9-108 


(2-MeO)C6H4CH2- 


Bnzyl 


3 


9-109 


(4-Me2N)C6H4CH2- 


Bnzyl 


3 


9-110 


(3-Me2N)C6H4CH2- 


Bnzyl 


3 


9-111 


(2-Me2N)C6H4CH2- 


Bnzyl 


3 


9-112 


(4-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-113 


(3-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-114 


(2-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-115 


(4-CN)C6H4CH2- 


Bnzyl 


3 


9-116 


(3-CN)C6H4CH2- 


Bnzyl 


3 


9-117 


(2CN)C6H4CH2- 


Bnzyl 


3 


9-118 


(4N02)C6H4CH2- 


Bnzyl 


3 


9-119 


(3N02)C6H4CH2- 


Bnzyl 


3 


9-120 


(2N02)C6H4CH2- 


Bnzyl 


3 
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R9 


RIO 


n 


9-121 


(4-Cl)C6H4CH2- 


Bnzyl 


4 


9-122 


(3-Cl)C6H4CH2- 


Bnzyl 


4 


9-123 


(2-Cl)C6H4CH2- 


Bnzyl 


4 


9-124 


(4-F)C6H4CH2- 


Bnzyl 


4 


9-125 


(3-F)C6H4CH2- 


Bnzyl 


4 


9-126 


(2-F)C6H4CH2- 


Bnzyl 


4 


9-127 


(4-Me)C6H4CH2- 


Bnzyl 


4 


9-128 


(3-Me)C6H4CH2- 


Bnzyl 


4 


9-129 


(2-Me)C6H4CH2- 


Bnzyl 


4 


9-130 


(4-MeO)C6H4CH2- 


Bnzyl 


4 


9-131 


(3-MeO)C6H4CH2- 


Bnzyl 


4 


9-132 


(2-MeO)C6H4CH2- 


Bnzyl 


4 


9-133 


(4-Me2N)C6H4CH2- 


Bnzyl 


4 


9-134 


(3-Me2N)C6H4CH2- 


Bnzyl 


4 


9-135 


(2-Me2N)C6H4CH2- 


Bnzyl 


4 


9-136 


(4-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-137 


(3-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-138 


(2-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-139 


(4-CN)C6H4CH2- 


Bnzyl 


4 


9-140 


(3-CN)C6H4CH2- 


Bnzyl 


4 


9-141 


(2CN)C6H4CH2- 


Bnzyl 


4 


9-142 


(4N02)C6H4CH2- 


Bnzyl 


4 


9-143 


(3N02)C6H4CH2- 


Bnzyl 


4 


9-144 


(2N02)C6H4CH2- 


Bnzyl 


4 


9-145 


(4-Cl)C6H4CH2- 


Bnzyl 


5 


9-146 


(3-Cl)C6H4CH2- 


Bnzyl 


5 


9-147 


(2-Cl)C6H4CH2- 


Bnzyl 


5 


9-148 


(4-F)C6H4CH2- 


Bnzyl 


5 


9-149 


(3-F)C6H4CH2- 


Bnzyl 


5 


9-150 


(2-F)C6H4CH2- 


Bnzyl 


5 


9-151 


(4-Me)C6H4CH2- 


Bnzyl 


5 


9-152 


(3-Me)C6H4CH2- 


Bnzyl 


5 


9-153 


(2-Me)C6H4CH2- 


Bnzyl 


5 


9-154 


(4-MeO)C6H4CH2- 


Bnzyl 


5 


9-155 


(3-MeO)C6H4CH2- 


Bnzyl 


5 


9-156 


(2-MeO)C6H4CH2- 


Bnzyl 


5 


9-157 


(4-Me2N)C6H4CH2- 


Bnzyl 


5 


9-158 


(3-Me2N)C6H4CH2- 


Bnzyl 


5 


9-159 


(2-Me2N)C6H4CH2- 


Bnzyl 


5 


9-160 


(4-MeOCO)C6H4CH2- 


Bnzyl 


5 
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R9 


RIO 


n 


9-161 


(3-MeOCO)C6H4CH2- 


Bnzyl 


5 


9-162 


(2-MeOCO)C6H4CH2- 


Bnzyl 


5 


9-163 


(4-CN)C6H4CH2- 


Bnzyl 


5 


9-164 


(3-CN)C6H4CH2- 


Bnzyl 


5 


9-165 


(2CN)C6H4CH2- 


Bnzyl 


5 


9-166 


(4N02)C6H4CH2- 


Bnzyl 


5 


9-167 


(3N02)C6H4CH2- 


Bnzyl 


5 


9-168 


(2N02)C6H4CH2- 


Bnzyl 


5 


9-169 


(4-Cl)C6H4CH2- 


Bnzyl 


6 


9-170 


(3-Cl)C6H4CH2- 


Bnzyl 


6 


9-171 


(2-Cl)C6H4CH2- 


Bnzyl 


6 


9-172 


(4-F)C6H4CH2- 


Bnzyl 


6 


9-173 


(3-F)C6H4CH2- 


Bnzyl 


6 


9-174 


(2-F)C6H4CH2- 


Bnzyl 


6 


9-175 


(4-Me)C6H4GH2- 


Bnzyl 


6 


9-176 


(3-Me)C6H4CH2- 


Bnzyl 


6 


9-177 


(2-Me)C6H4CH2- 


Bnzyl 


6 


9-178 


(4-MeO)C6H4CH2- 


Bnzyl 


6 


9-179 


(3-MeO)C6H4CH2- 


Bnzyl 


6 


9-180 


(2-MeO)C6H4CH2- 


Bnzyl 


6 


9-181 


(4-Me2N)C6H4CH2- 


Bnzyl 


6 


9-182 


(3-Me2N)C6H4CH2- 


Bnzyl 


6 


9-183 


(2-Me2N)C6H4CH2- 


Bnzyl 


6 


9-184 


(4-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-185 


(3-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-186 


(2-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-187 


(4-CN)C6H4CH2- 


Bnzyl 


6 


9-188 


(3-CN)C6H4CH2- 


Bnzyl 


6 


9-189 


(2CN)C6H4CH2- 


Bnzyl 


6 


9-190 


(4N02)C6H4CH2- 


Bnzyl 


6 


9-191 


(3N02)C6H4CH2- 


Bnzyl 


6 


9-192 


(2N02)C6H4CH2- 


Bnzyl 


6 


9-193 


(4-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-194 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-195 


(2-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-196 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-197 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-198 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-199 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-200 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 
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K9 


RIO 


n 


9-201 


(2-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-202 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-203 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-204 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-205 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-206 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-207 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-208 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-209 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-210 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-211 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-212 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-213 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-214 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-215 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-216 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-217 


(4-Cl)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-218 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-219 


(2-Cl)C6H4GH2- 


4-pyridyl-GH2- 


4 


9-220 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-221 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-222 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-223 


C4-Me)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-224 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-225 


(2-Me)C6H4CH2- 


4-pyridyl-CH2- 


4 






4-pyridyl-CH2- 


4 


9-227 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-228 


(2-MeO)G6H4CH2- 


4-pyridyl-CH2- 


4 


9-229 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-230 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-231 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-232 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-233 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-234 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-235 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-236 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-237 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-238 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-239 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-240 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


4 
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jy ^ %) ^ 






n 


Q O /I 1 


(^4-01; LvbJl40xl-<&- 


4-pyriayi- OMz- 


0 


Q O A O 


( o - L/ 1 ; U b 11 4 O H - 


4-pyriayi-0112- 


5 


Q O /I Q 


(z-d;Ubxl40112- 


4-pyria.yi-0112- 


5 


Ck ^ A A 


(4-r J Ubll4LyllZ- 


4-pyrid.yl-0112- 


5 




(cJ-l' ; Ubll4L/112- 


4 - p y r 1 0.37^ i - O H 2 - 


5 




(2-r ;0bll4011z- 


4-pyrid.yl-CH2- 


5 


Q A rr 

y-<447 


(4-1X16)001140112- 


4-pyridyi-OH2- 


5 




/ O A /T ^ \ r* XT XT a 

( 3 - Me) C 6114 C H 2 - 


4-pyriayl-CH2- 


5 


y-^4y 


(2 -Me) 061140112- 


/I « * J 1 TT rt 

4-pyriayl-oH2- 


5 




/A A/r^ /^^XT yi /^xTo 
(4-Me(J)Obll40112- 


4-pyi*idyl-CH2- 


5 


c\ Oct 

9-251 


(3-MeO)06H40H2- 


4-pyridyl-CH2- 


5 


y-252 


/ o A /r ^ \ XT A T_T O 

(2-Me 0)061140112- 


4-pymdyl-C112- 


5 


9-253 


/A A/T^ 0*VT\ /^/^ XT yl XT O 

(4-Me2JN)06H4CH2- 


A - * 1 1 TT n 

4-pyridyl-CH2- 


5 


9-254 


(d -Me 2JN) 061140112 - 


A «* T T /"ITT r» 

4-pyridyl-CH2- 


5 


fk o e rr 

9-255 


/O A/r^OA.T\/~*r»XT /t /^XTO 

(2-Me2N)061140112- 


A • J 1 /"ITT n 

4-pyridyl-CH2- 


5 




v4-MeU 00)061140112 - 


A ^* J -1 /^TTn 

4-pyridyi-C112- 


5 


9-Zo7 


Vo-MeU OU) 06114011 Z- 


4-pyridyi-C112- 


5 


rv r> cr O 

y-2oo 


(2-Me UOU) 061140112- 


4-pyridyl-CH2- 


5 


Q O K O 


/ y| "fVTN £i XT yl XT O 

(4-OJN )Obll40112- 


4-pyridyl-0112- 


5 


y-2DU 


/ Q XTN /J XT A XT O 

(d-OJN )Obll401i2- 


4-pyridyl-0112- 


5 


9-2bl 


(2 0iN )Obll40112- 


4-pyriayl-0112- 


5 


y-zoz 


(4iN 0Z)0bxl40±lZ- 


4-pyriayJ.-ollz- 


cr 




/QlVT^^9^^^£IXTy^/^XTo 
(^oiNOZ)Obxl40rlZ- 


4-pyriciyi-oiiz- 


tr 
D 


y-zo4 


^ZiN UZ) Ooxl40xlZ- 


4-pyriciyl-ollz- 


0 


Q O PC 


v4- oi)oo Ja40xlz- 


4-pyriciyl-Ollz- 


b 


9-266 




^ - P X J. U.y JL - V_y XI - 


a 
0 


9-267 


(2-Cl)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-268 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-269 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-270 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-271 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-272 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-273 


(2-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-274 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-275 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-276 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-277 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-278 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-279 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-280 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 
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R9 


RIO 


n 


9-281 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-282 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-283 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-284 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-285 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-286 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-287 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-288 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-289 


(4-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-290 


(3-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-291 


(2-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-292 


(4-F)C6H4CH2CH2- 


n-Bu 


3 


9-293 


(3-F)C6H4CH2CH2- 


n-Bu 


3 


9-294 


(2-F)C6H4CH2CH2- 


n-Bu 


3 


9-295 


(4-Me)C6H4CH2CH2- 


n-Bu 


3 


9-296 


(3-Me)C6H4CH2CH2- 


n-Bu 


3 


9-297 


(2-Me)C6H4CH2CH2- 


n-Bu 


3 


9-298 


(4-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-299 


(3-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-300 


(2-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-301 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-302 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-303 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-304 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-305 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-306 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-307 


(4-CN)C6H4CH2CH2- 


n-Bu 


3 


9-308 


(3-CN)C6H4CH2CH2- 


n-Bu 


3 


9-309 


(2CN)C6H4CH2CH2- 


n-Bu 


3 


9-310 


(4N02)C6H4CH2CH2- 


n-Bu 


3 


9-311 


(3N02)C6H4CH2CH2- 


n-Bu 


3 


9-312 


(2N02)C6H4CH2CH2- 


n-Bu 


3 


9-313 


(4-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-314 


(3-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-315 


(2-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-316 


(4-F)C6H4CH2CH2- 


n-Bu 


4 


9-317 


(3-F)C6H4CH2CH2- 


n-Bu 


4 


9-318 


(2-F)C6H4CH2CH2- 


n-Bu 


4 


9-319 


(4-Me)C6H4CH2CH2- 


n-Bu 


4 


9-320 


(3-Me)C6H4CH2CH2- 


n-Bu 


4 
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R9 
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n 


9-321 


(2-Me)C6H4CH2CH2- 


n-Bu 


4 


9-322 


(4-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-323 


C3-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-324 


(2-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-325 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-326 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-327 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-328 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-329 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-330 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-331 


(4-CN)C6H4CH2CH2- 


n-Bu 


4 


9-332 


(3-CN)C6H4CH2CH2- 


n-Bu 


4 


9-333 


(2CN)C6H4CH2CH2- 


n-Bu 


4 


9-334 


(4N02)C6H4CH2CH2- 


n-Bu 


4 


9-335 


(3N02)C6H4CH2CH2- 


n-Bu 


4 


9-336 


(2N02)C6H4CH2CH2- 


n-Bu 


4 


9-337 


(4-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-338 


(3-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-339 


(2-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-340 


(4-F)C6H4CH2CH2- 


n-Bu 


5 


9-341 


(3-F)C6H4CH2CH2- 


n-Bu 


5 


9-342 


(2-F)C6H4CH2CH2- 


n-Bu 


5 


9-343 


(4-Me)C6H4CH2CH2- 


n-Bu 


5 


9-344 


(3-Me)C6H4CH2CH2- 


n-Bu 


5 


9-345 


(2-Me)C6H4CH2CH2- 


n-Bu 


5 


9-346 


(4-MeO)G6H4CH2CH2- 


n-Bu 


5 


9-347 


(3-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-348 


C2-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-349 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-350 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-351 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-352 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-353 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-354 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-355 


(4-CN)C6H4CH2CH2- 


n-Bu 


5 


9-356 


(3-CN)C6H4CH2CH2- 


n-Bu 


5 


9-357 


(2CN)C6H4CH2CH2- 


n-Bu 


5 


9-358 


(4N02)C6H4CH2CH2- 


n-Bu 


5 


9-359 


(3N02)C6H4CH2CH2- 


n-Bu 


5 


9-360 


(2N02)C6H4CH2CH2- 


n-Bu 


5 
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n 


9-361 


(4-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-362 


(3-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-363 


(2-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-364 


(4-F)C6H4CH2CH2- 


n-Bu 


6 


9-365 


(3-F)C6H4CH2CH2- 


n-Bu 


6 


9-366 


(2-F)C6H4CH2CH2- 


n-Bu 


6 


9-367 


(4-Me)C6H4CH2CH2- 


n-Bu 


6 


9-368 


(3-Me)C6H4CH2CH2- 


n-Bu 


6 


9-369 


(2-Me)C6H4CH2CH2- 


n-Bu 


6 


9-370 


(4-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-371 


(3-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-372 


(2-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-373 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-374 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-375 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-376 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-377 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-378 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-379 


(4-CN)C6H4CH2CH2- 


n-Bu 


6 


9-380 


(3-CN)C6H4CH2CH2- 


n-Bu 


6 


9-381 


(2CN)C6H4CH2CH2- 


n-Bu 


6 


9-382 


(4N02)C6H4CH2CH2- 


n-Bu 


6 


9-383 


(3N02)C6H4CH2CH2- 


n-Bu 


6 


9-384 


(2N02)C6H4CH2CH2- 


n-Bu 


6 


9-385 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


3 


r\ Q Q £» 

y-dob 


(3-Gl)C6J:14UH2CH2- 


Bnzyl 


3 


9-387 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


3 


9-388 


(4-F)C6H4CH2CH2- 


Bnzyl 


3 


9-389 


(3-F)C6H4CH2CH2- 


Bnzyl 


3 


9-390 


(2-F)C6H4CH2CH2- 


Bnzyl 


3 


9-391 


(4-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-392 


(3-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-393 


(2-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-394 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-395 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-396 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-397 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-398 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-399 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-400 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 
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R9 
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n 


9-401 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 


9-402 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 


9-403 


(4-CN)C6H4CH2CH2- 


Bnzyl 


3 


9-404 


(3-CN)C6H4CH2CH2- 


Bnzyl 


3 


9-405 


(2CN)C6H4CH2CH2- 


Bnzyl 


3 


9-406 


(4N02)C6H4CH2CH2- 


Bnzyl 


3 


9-407 


(3N02)C6H4CH2CH2- 


Bnzyl 


3 


9-408 


C2N02)C6H4CH2CH2- 


Bnzyl 


3 


9-409 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-410 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-411 


C2-C1)C6H4CH2CH2- 


Bnzyl 


4 


9-412 


(4-F)C6H4CH2CH2- 


Bnzyl 


4 


9-413 


(3-F)C6H4CH2CH2- 


Bnzyl 


4 


9-414 


(2-F)C6H4CH2CH2- 


Bnzyl 


4 


9-415 


(4-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-416 


(3-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-417 


(2-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-418 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-419 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-420 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-421 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


9-422 


(3-Me2N)C6H4GH2CH2- 


Bnzyl 


4 


9-423 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


9-424 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 


9-425 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 




-Me UOU) 06x140x120x12- 


Bnzyl 


4 


9-427 


(4-CN)C6H4CH2CH2- 


Bnzyl 


4 


9-428 


(3-CN)C6H4CH2CH2- 


Bnzyl 


4 


9-429 


(2CN)C6H4CH2CH2- 


Bnzyl 


4 


9-430 


C4N02)C6H4CH2CH2- 


Bnzyl 


4 


9-431 


(3N02)C6H4CH2CH2. 


Bnzyl 


4 


9-432 


(2N02)C6H4CH2CH2- 


Bnzyl 


4 


9-433 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-434 


(3-Gl)C6H4CH2CH2- 


Bnzyl 


5 


9-435 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-436 


(4-F)C6H4CH2CH2- 


Bnzyl 


5 


9-437 


(3-F)C6H4CH2CH2- 


Bnzyl 


5 


9-438 


(2-F)C6H4CH2CH2- 


Bnzyl 


5 


9-439 


(4-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-440 


(3-Me)C6H4CH2CH2- 


Bnzyl 


5 
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R9 


RIO 


n 


9-441 


(2-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-442 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-443 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-444 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-445 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-446 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-447 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-448 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-449 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-450 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-451 


(4-CN)C6H4CH2CH2- 


Bnzyl 


5 


9-452 


(3-CN)C6H4CH2CH2- 


Bnzyl 


5 


9-453 


(2CN)C6H4CH2CH2- 


Bnzyl 


5 


9-454 


(4N02)C6H4CH2CH2- 


Bnzyl 


5 


9-455 


(3N02)C6H4CH2CH2- 


Bnzyl 


5 


9-456 


(2N02)C6H4CH2CH2- 


Bnzyl 


5 


9-457 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-458 


C3-C1)C6H4CH2CH2- 


Bnzyl 


6 


9-459 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-460 


(4-F)C6H4CH2CH2- 


Bnzyl 


6 


9-461 


(3-F)C6H4CH2CH2- 


Bnzyl 


6 


9-462 


(2-F)C6H4CH2CH2- 


Bnzyl 


6 


9-463 


(4-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-464 


(3-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-465 


(2-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-466 


{4-MeO)C6H4GH2CH2- 


Bnzyl 


6 


9-467 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-468 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-469 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-470 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-471 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-472 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-473 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-474 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-475 


(4-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-476 


(3-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-477 


(2CN)C6H4CH2CH2- 


Bnzyl 


6 


9-478 


(4N02)C6H4CH2CH2- 


Bnzyl 


6 


9-479 


(3N02)C6H4CH2CH2- 


Bnzyl 


6 


9-480 


(2N02)C6H4CH2CH2- 


Bnzyl 


6 
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R9 


RIO 


n 


9-481 


(4-CI)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-482 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-483 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-484 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-485 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-486 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-487 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-488 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-489 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-490 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-491 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-492 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-493 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-494 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-495 


(2-Me2N)C6H4CH2CH2- 


4-pyrid3d-CH2- 


3 


9-496 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-497 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-498 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-499 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-500 


(3-CN)C6H4CH2CH2- 


4-pyridyI-CH2- 


3 


9-501 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-502 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-503 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-504 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-505 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-506 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-507 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-508 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-509 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-510 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-511 


(4-Me)C6H4CH2CH2- 


4-pyrid3d-CH2- 


4 


9-512 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-513 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-514 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-515 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-516 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-517 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-518 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-519 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-520 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 
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R9 


RIO 


n 


9-521 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-522 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-523 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-524 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-525 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-526 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-527 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-528 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-529 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-530 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-531 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-532 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-533 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-534 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-535 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9--536 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-537 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-538 


(4-MeO)C6H4CH2CH2- 


4-pyridyi-CH2- 


5 


9-539 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-540 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-541 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-542 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-543 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-544 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-545 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-546 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-547 


(4-CN)C6H4CH2CH2- 


4-pyridyI-CH2- 


5 


9-548 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-549 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-550 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-551 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-552 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-553 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-554 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-555 


(2-Cl)C6H4CH2CH2- 


4-pyridyi-CH2- 


6 


9-556 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-557 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-558 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-559 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-560 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 
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9-561 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-562 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-563 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-564 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-565 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-566 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-567 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-568 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-569 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-570 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyI-CH2- 


6 


9-571 


(4^CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-572 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-573 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-574 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-575 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-576 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-577 


(4-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-578 


(3-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-579 


(2-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-580 


(4-F)C6H4CH(Me)- 


n-Bu 


3 


9-581 


(3-F)C6H4CH(Me)- 


n-Bu 


3 


9-582 


(2-F)C6H4CH(Me)- 


n-Bu 


3 


9-583 


(4-Me)C6H4CH(Me)- 


n-Bu 


3 


9-584 


(3-Me)C6H4CH(Me)- 


n-Bu 


3 


9-585 


(2-Me)C6H4CH(Me)- 


n-Bu 


3 


9-586 


C4-MeO)C6H4CH(Me). 


n-Bu 


3 


9-587 


(3-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-588 


(2-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-589 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-590 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-591 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-592 


(4-MeOCO)C6H4CH{Me)- 


n-Bu 


3 


9-593 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-594 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


" 3 


9-595 


(4-CN)C6H4CH(Me)- 


n-Bu 


3 


9-596 


(3-CN)C6H4CH(Me)- 


n-Bu 


3 


9-597 


(2CN)C6H4CH{Me)- 


n-Bu 


3 


9-598 


(4N02)C6H4CH(Me)- 


n-Bu 


3 


9-599 


(3N02)C6H4CH(Me)- 


n-Bu 


3 


9-600 


(2N02)C6H4CH(Me)- n-Bu 


3 
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n 


9-601 


(4-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-602 


(3-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-603 


(2-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-604 


(4-F)C6H4CH(Me)- 


n-Bu 


4 


9-605 


(3-F)C6H4CH(Me)- 


n-Bu 


4 


9-606 


(2-F)C6H4CH(Me)- 


n-Bu 


4 


9-607 


(4-Me)C6H4CH(Me)- 


n-Bu 


4 


9-608 


(3-Me)C6H4CH(Me)- 


n-Bu 


4 


9-609 


(2-Me)C6H4CH(Me)- 


n-Bu 


4 


9-610 


(4-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-611 


(3-MeO)C6H4CHCMe)- 


n-Bu 


4 


9-612 


(2-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-613 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-614 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-615 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-616 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-617 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-618 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-619 


(4-CN)C6H4CH(Me)- 


n-Bu 


4 


9-620 


(3-CN)C6H4CH(Me)- 


n-Bu 


4 


9-621 


(2CN)C6H4CH(Me)- 


n-Bu 


4 


9-622 


(4N02)C6H4CH(Me)- 


n-Bu 


4 


9-623 


(3N02)C6H4CH(Me)- 


n-Bu 


4 


9-624 


(2N02)C6H4CH(Me)- 


n-Bu 


4 


9-625 


(4-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-626 


(3-Cl)C6H4CH(Me)- . 


n-Bu 


5 


9-627 


(2-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-628 


C4-F)C6H4CH(Me)- 


n-Bu 


5 


9-629 


(3-F)C6H4CH(Me)- 


n-Bu 


5 


9-630 


(2-F)C6H4CH(Me)- 


n-Bu 


5 


9-631 


(4-Me)C6H4CH(Me)- 


n-Bu 


5 


9-632 


C3-Me)C6H4CH(Me)- 


n-Bu 


5 


9-633 


(2-Me)C6H4CH(Me)- 


n-Bu 


5 


9-634 


(4-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-635 


(3-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-636 


(2-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-637 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-638 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-639 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-640 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


5 
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9-641 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-642 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-643 


(4-CN)C6H4CH(Me)- 


n-Bu 


5 


9-644 


(3-CN)C6H4CH(Me)- 


n-Bu 


5 


9-645 


(2CN)C6H4CH(Me)- 


n-Bu 


5 


9-646 


(4N02)C6H4CH(Me)- 


n-Bu 


5 


9-647 


(3N02)C6H4CH(Me)- 


n-Bu 


5 


9-648 


(2N02)C6H4CH(Me)- 


n-Bu 


5 


9-649 


(4-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-650 


(3-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-651 


(2-Cl)C6H4CHCMe)- 


n-Bu 


6 


9-652 


(4-F)C6H4CH(Me)- 


n-Bu 


6 


9-653 


(3-F)C6H4CH(Me)- 


n-Bu 


6 


9-654 


(2-F)C6H4CH(Me)- 


n-Bu 


6 


9-655 


(4-Me)C6H4CH(Me)- 


n-Bu 


6 


9-656 


(3-Me)C6H4CH(Me)- 


n-Bu 


6 


9-657 


(2-Me)C6H4CH(Me)- 


n-Bu 


6 


9-658 


(4-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-659 


(3-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-660 


(2-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-661 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-662 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-663 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-664 


(4-MeOCO)C6H4CH:(Me)- 


n-Bu 


6 


9-665 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-666 


(2-MeUCU)U6H4CH(Me)- 


n-Bu 


6 


9-667 


(4-CN)C6H4CH(Me)- 


n-Bu 


6 


9-668 


(3-CN)C6H4CH(Me)- 


n-Bu 


6 


9-669 


(2CN)C6H4CH(Me)- 


n-Bu 


6 


9-670 


(4N02)C6H4CH(Me)- 


n-Bu 


6 


9-671 


(3N02)C6H4CH(Me)- 


n-Bu 


6 


9-672 


(2N02)C6H4CH(Me)- 


n-Bu 


6 


9-673 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-674 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-675 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-676 


(4-F)C6H4CH(Me)- 


Bnzyl 


3 


9-677 


(3-F)C6H4CH(Me)- 


Bnzyl 


3 


9-678 


(2-F)C6H4CH(Me)- 


Bnzyl 


3 


9-679 


(4-Me)C6H4CH(Me)- 


Bnzyl 


3 


9-680 


(3-Me)C6H4CH(Me)- 


Bnzyl 


3 
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n 


9-681 


(2-Me)C6H4CH(Me)- 


Bnzyl 


3 


9-682 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-683 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-684 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-685 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-686 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-687 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-688 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-689 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-690 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-691 


(4-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-692 


(3-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-693 


(2CN)C6H4CH(Me)- 


Bnzyl 


3 


9-694 


(4N02)C6H4CH(Me)- 


Bnzyl 


3 


9-695 


(3N02)C6H4CH(Me)- 


Bnzyl 


3 


9-696 


(2N02)C6H4CH(Me)- 


Bnzyl 


3 


9-697 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-698 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-699 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-700 


(4-F)C6H4CH(Me)- 


Bnzyl 


4 


9-701 


(3-F)C6H4CH(Me)- 


Bnzyl 


4 


9-702 


(2-F)C6H4CH(Me)- 


Bnzyl 


4 


9-703 


(4-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-704 


(3-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-705 


(2-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-706 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-707 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-708 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-709 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-710 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-711 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-712 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-713 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-714 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-715 


(4-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-716 


(3-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-717 


(2CN)C6H4CH(Me)- 


Bnzyl 


4 


9-718 


(4N02)C6H4CH(Me)- 


Bnzyl 


4 


9-719 


(3N02)C6H4CH(Me)- 


Bnzyl 


4 


9-720 


(2N02)C6H4CH(Me)- 


Bnzyl 


4 
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n 


9-721 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-722 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-723 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-724 


(4-F)C6H4CH(Me)- 


Bnzyl 


5 


9-725 


(3-F)C6H4CH(Me)- 


Bnzyl 


5 


9-726 


(2-F)C6H4CH(Me)- 


Bnzyl 


5 


9-727 


(4-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-728 


(3-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-729 


(2-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-730 


(4-MeO)C6H4CHCMe)- 


Bnzyl 


5 


9-731 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-732 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-733 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-734 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-735 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-736 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-737 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-738 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-739 


(4-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-740 


C3-CN)C6H4GH(Me)- 


Bnzyl 


5 


9-741 


(2CN)C6H4CH(Me)- 


Bnzyl 


5 


9-742 


(4N02)C6H4CH(Me)- 


Bnzyl 


5 


9-743 


(3N02)C6H4CH(Me)- 


Bnzyl 


5 


9-744 


(2N02)C6H4CH(Me)- 


Bnzyl 


5 


9-745 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-746 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-747 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-748 


(4-F)C6H4CHCMe)^ 


Bnzyl 


6 


9-749 


(3-F)C6H4CH(Me)- 


Bnzyl 


6 


9-750 


(2-F)C6H4CH(Me)- 


Bnzyl 


6 


9-751 


(4-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-752 


(3-Me)C6H4CH(Me). 


Bnzyl 


6 


9-753 


(2-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-754 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-755 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-756 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-757 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-758 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-759 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-760 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 
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R9 
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n 


9-761 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-762 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-763 


(4-CN)C6H4CH(Me)- 




6 


9-764 


(3-CN)C6H4CH(Me)- 


Bnzyl 


6 


9-765 


(2CN)C6H4CH(Me)- 


Bnzyl 


6 


9-766 


C4N02)C6H4CH(Me)- 


Bnzyl 


6 


9-767 


(3N02)C6H4CH(Me)- 


Bnzyl 


6 


9-768 


(2N02)C6H4CH(Me)- 


Bnzyl 


6 


9-769 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-770 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-771 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-772 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-773 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-774 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-775 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-776 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-777 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-778 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-779 


(3-MeO)C6H4CHCMe)- 


4-pyridyl-CH2- 


3 


9-780 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-781 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-782 


(3-Me2N)C6H4GH(Me)- 


4-pyridyl-CH2- 


3 


9-783 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-784 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-785 


(3-MeOCO)G6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-786 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-787 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-788 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-789 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-790 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-791 


(3N02)G6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-792 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-793 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-794 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-795 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-796 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-797 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-798 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-799 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-800 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 
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n 


9-801 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-802 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2-. 


4 


9-803 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-804 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-805 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-806 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-807 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-808 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-809 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-810 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-811 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-812 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-813 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-814 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-815 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-816 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-817 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-818 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-819 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-820 


(4-F)C6H4CH(Me)" 


4-pyridyl-CH2- 


5 


9-821 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-822 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-823 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-824 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-825 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-826 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-827 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-828 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-829 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-830 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-831 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-832 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-833 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-834 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-835 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-836 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-837 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-838 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-839 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-840 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 
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9-841 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-842 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-843 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-844 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-845 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-846 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-847 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-848 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-849 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-850 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-851 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-852 


(2-MeO)C6H4CH(Me)- 


4-pyridyI-CH2- 


6 


9-853 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-854 


C3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-855 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-856 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-857 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-858 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-859 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-860 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-861 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-862 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-863 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-864 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-865 


(4-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-866 


(3-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-867 


(2-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-868 


(4-F)C6H4C(Me2)- 


n-Bu 


3 


9-869 


(3-F)C6H4C(Me2)- 


n-Bu 


3 


9-870 


(2-F)C6H4C(Me2)- 


n-Bu 


3 


9-871 


(4-Me)C6H4C(Me2)- 


n-Bu 


3 


9-^872 


(3-Me)C6H4C(Me2)- 


n-Bu 


3 


9-873 


(2-Me)C6H4C(Me2)- 


n-Bu 


3 


9-874 


(4-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-875 


(3-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-876 


(2-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-877 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-878 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-879 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-880 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


3 
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9-881 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-882 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-883 


(4-CN)C6H4C(Me2)- 


n-Bu 


3 


9-884 


(3-CN)C6H4C(Me2)- 


n-Bu 


3 


9-885 


(2CN)C6H4C(Me2)- 


n-Bu 


3 


9-886 


(4N02)C6H4C(Me2)- 


n-Bu 


3 


9-887 


(3N02)C6H4C(Me2)- 


n-Bu 


3 


9-888 


(2N02)C6H4C(Me2)- 


n-Bu 


3 


9-889 


(4-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-890 


(3-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-891 


(2-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-892 


(4-F)C6H4C(Me2)- 


n-Bu 


4 


9-893 


(3-F)C6H4C(Me2)- 


n-Bu 


4 


9-894 


(2-F)C6H4C(Me2)- 


n-Bu 


4 


9-895 


(4-Me)C6H4C(Me2)- 


n-Bu 


4 


9-896 


(3-Me)C6H4C(Me2)- 


n-Bu 


4 


9-897 


(2-Me)C6H4C(Me2)- 


n-Bu 


4 


9-898 


(4-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-899 


(3-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-900 


(2-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-901 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-902 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-903 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-904 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-905 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-906 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-907 


(4-CN)C6H4C(Me2)- 


n-Bu 


4 


9-908 


(3-CN)C6H4C(Me2)- 


n-Bu 


4 


9-909 


(2CN)C6H4C(Me2)- 


n-Bu 


4 


9-910 


(4N02)C6H4C(Me2)- 


n-Bu 


4 


9-911 


(3N02)C6H4C(Me2>- 


n-Bu 


4 


9-912 


(2N02)C6H4C(Me2)- 


n-Bu 


4 


9-913 


(4-Cl)C6H4CCMe2)- 


n-Bu 


5 


9-914 


(3-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-915 


(2-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-916 


(4-F)C6H4C(Me2)- 


n-Bu 


5 


9-917 


(3-F)C6H4C(Me2)- 


n-Bu 


5 


9-918 


(2-F)C6H4C(Me2). 


n-Bu 


5 


9-919 


(4-Me)C6H4C(Me2)- 


n-Bu 


5 


9-920 


(3-Me)C6H4C(Me2)- 


n-Bu 


5 
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9-921 


(2-Me)C6H4C(Me2)- 


n-Bu 


5 


9-922 


C4-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-923 


(3-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-924 


(2-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-925 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-926 


{3-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-927 


{2-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-928 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-929 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-930 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-931 


(4-CN)C6H4C(Me2)- 


n-Bu 


5 


9-932 


(3-CN)C6H4C(Me2)- 


n-Bu 


5 


9-933 


(2CN)C6H4C(Me2)- 


n-Bu 


5 


9-934 


(4N02)C6H4C(Me2)- 


n-Bu 


5 


9-935 


(3N02)C6H4C(Me2)- 


n-Bu 


5 


9-936 


(2N02)C6H4C(Me2)- 


n-Bu 


5 


9-937 


(4-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-938 


(3-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-939 


(2-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-940 


(4-F)C6H4C(Me2)- 


n-Bu 


6 


9-941 


(3-F)C6H4C(Me2)- 


n-Bu 


6 


9-942 


(2-F)C6H4C(Me2)- 


n-Bu 


6 


9-943 


(4-Me)C6H4C(Me2)- 


n-Bu 


6 


9-944 


(3-Me)C6H4C(Me2)- 


n-Bu 


6 


9-945 


(2-Me)C6H4C(Me2)- 


n-Bu 


6 


9-946 


(4-Meu)C6H4C(Me2)- 


n-Bu 


6 


9-947 


(3-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-948 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-949 


C4-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-950 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-951 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-952 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-953 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-954 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-955 


(4-CN)C6H4C(Me2)- 


n-Bu 


6 


9-956 


(3-CN)C6H4C(Me2)- 


n-Bu 


6 


9-957 


(2CN)C6H4C(Me2)- 


n-Bu 


6 


9-958 


(4N02)C6H4C(Me2)- 


n-Bu 


6 


9-959 


(3N02)C6H4C(Me2)- 


n-Bu 


6 


9-960 


(2N02)C6H4C(Me2)- 


n-Bu 


6 
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9-961 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-962 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-963 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-964 


(4-F)C6H4C(Me2)- 


Bnzyl 


3 


9-965 


(3-F)C6H4C(Me2)- 


Bnzyl 


3 


9-966 


(2-F)C6H4C(Me2)- 


Bnzyl 


3 


9-967 


(4-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-968 


(3-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-969 


(2-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-970 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-971 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-972 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-973 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-974 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-975 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-976 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-977 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-978 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-979 


(4-CN)C6H4C(Me2)- 


Bnzyl 


3 


9-980 


(3-CN)C6H4C(Me2)- 


Bnzyl 


3 


9-981 


(2CN)C6H4C(Me2)- 


Bnzyl 


3 


9-982 


(4N02)C6H4C(Me2)- 


Bnzyl 


3 


9-983 


(3N02)C6H4C(Me2)- 


Bnzyl 


3 


9-984 


(2N02)C6H4C(Me2)- 


Bnz3^1 


3 


9-985 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-986 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-987 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-988 


(4-F)C6H4C(Me2)- 


Bnzj^l 


4 


9-989 


(3-F)C6H4C(Me2)- 


Bnzyl 


4 


9-990 


(2-F)C6H4C(Me2)- 


Bnzyl 


4 


9-991 


(4-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-992 


(3-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-993 


(2-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-994 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-995 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-996 


(2-MeO)C6H4C(Me2)- 


Bnz3^1 


4 


9-997 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-998 


(3-Me2N)C6H4C(Me2)- 


BnzjT^l 


4 


9-999 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-1000 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 
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9-1001 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1002 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1003 


(4-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1004 


(3-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1005 


(2CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1006 


(4N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1007 


(3N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1008 


(2N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1009 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1010 


(3-Cl)C6H4C(Me2)- 


• Bnzyl 


5 


9-1011 


(2.Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1012 


(4-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1013 


(3-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1014 


(2-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1015 


(4-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1016 


(3-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1017 


(2-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1018 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1023 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1024 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1025 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1026 


C2-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1027 


(4-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


(3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02)C6H4CCMe2)- 


Bnzyl 


5 


9-1033 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1037 


(3-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1038 


(2-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2)- 


Bnzyl 


6 
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^115 





R9 


RIO 


n 


9-1041 


(2-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1042 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1043 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1044 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1045 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1046 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1047 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1048 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1049 


(3.MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1050 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1051 


(4-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1052 


(3-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1053 


(2CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1054 


(4N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1055 


(3N02)C6H4CCMe2)- 


Bnzyl 


6 


9-1056 


(2N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1057 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1058 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1059 


(2-Gl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1060 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1061 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1062 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1063 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1064 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1065 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1066 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1074 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1075 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1080 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 1 
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O 






R9 


RIO 


n 


9-1081 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1083 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1084 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1085 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1086 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1087 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1091 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1092 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1093 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1094 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1095 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1098 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1099 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1100 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1101 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1102 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1108 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1104 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1107 


(2-Cl)C6H4C(Me2). 


4-pyridyl-CH2-^ 


5 


9-1108 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1110 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1112 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1114 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1115 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1116 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1118 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 
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R9 


RIO 


n 


9-1121 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1122 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1123 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1124 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1125 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1126 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1127 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1128 


C2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1129 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1130 


(3-Cl)C6H4G(Me2)- 


4-pyridyl-CH2- 


6 


9-1131 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1132 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1133 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1134 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1135 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1136 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1137 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1138 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1139 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1140 


(2-MeO)C6H4CCMe2)- 


4-pyridyl-CH2- 


6 


9-1141 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1142 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1143 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1144 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1145 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 




- ivie o u J o b ±1 4 u (^iVie - 


4-pyriayi-Oxl2- 


6 


9-1147 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1148 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1151 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1152 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9^1153 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1156 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1158 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1159 


(4-Me)C6H4CH2CCMe2)- 


n-Bu 


3 


9-1160 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


3 
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R9 


RIO 


n 


9-1161 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1162 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1163 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1164 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1165 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1167 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1168 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1169 


(3^MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1170 


(2^MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1171 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1172 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1173 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1174 


(4N02)C6H4CH2C{Me2)- 


n-Bu 


3 


9-1175 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1176 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1177 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1178 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1179 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1180 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1181 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1182 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1183 


C4-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1184 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1185 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1186 


(4-MeO)C6H4CH2CCMe2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C{Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1191 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


(2N02)C6H4CH2C{Me2)- 


n-Bu 


4 
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R9 


RIO 


n 


9-1201 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1202 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1203 


(2-Cl)C6H4CH2C(Me2). 


n-Bu 


5 


9-1204 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1205 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1206 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1207 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1208 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1209 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1210 


(4.MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1211 


(3-MeO)C6H4CH2C(Me2). 


n-Bu 


5 


9-1212 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1213 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1214 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1215 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1216 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1217 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1218 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1219 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1220 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1221 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1222 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1223 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1224 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1225 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1226 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1228 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1230 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1231 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1233 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1237 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1238 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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R9 


RIO 


n 


9«1241 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1242 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1243 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1244 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


(2N02)C6H4CH2C(Me2). 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1250 


(3-Cl)C6H4CH2CCMe2)- 


Bnzyl 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1253 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1254 


(2-F)C6H4CH2CCMe2)- 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeO)C6H4CH2CCMe2)- 


Bnzyl 


3 


9-1259 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1261 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1262 


(8-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1263 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1264 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1265 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1266 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1268 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1275 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1279 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 
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n 


9-1281 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1282 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1283 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1284 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1285 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1286 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1287 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1288 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1289 


(3.MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1290 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1291 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1292 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1293 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1294 


(4N02)C6H4CH2C(Me.2)- 


Bnzyl 


4 


9-1295 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1296 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1297 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1298 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1299 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1300 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1301 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1302 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1303 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1304 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzj^l 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1307 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1308 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1310 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1311 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2.MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1317 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


5 
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n 


9-1321 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1322 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1323 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1325 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1326 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1327 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)G6H4CH2C(Me2)- 


Bnzyl 


6 


9-1329 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1330 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1334 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1337 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1339 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1340 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1341 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1342 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1343 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1344 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1345 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1346 


(3-Cl)C6H4CH2C(Me2)- 


4-p3^ridyl-CH2- 


3 


9-1347 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1349 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1356 


(2-MeO)C6H4CH2C(Me2)- 


4-p3''ridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1359 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 
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n 


9-1361 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1362 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1363 


(4-GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1365 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1366 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1370 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1374 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1377 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1378 


(4-MeO)C6H4GH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1380 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1381 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1382 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1383 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1384 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1385 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1392 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1393 


(4-Cl)C6H4CH2C{Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1397 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1398 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1399 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1400 


(3-Me)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 
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n 


9-1401 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1402 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1403 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1404 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2^ 


5 


9-1405 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1406 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1407 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1408 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2^ 


5 


9-1409 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1410 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1411 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1412 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1413 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1414 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1415 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1416 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1417 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1418 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1419 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1420 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1421 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1422 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1423 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1425 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyI-CH2- 


6 


C% 1 A c%r» 

9-14i6b 


(4-MeO)06Jtl4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


C3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1432 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1433 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1434 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1435 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4'-pyridyl-CH2- 


6 


9-1437 


(2GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1440 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 
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(Combi-A)0 :n > If :^ h U TJ\y^^ 



HOr ^ I PyBOP(3eq.) 

nBu 



4-SuIfamyI butyryl AM resin 
(Safety catch linker, LL: 1 .09 mmol/g) A-01 




PdCl2(dpp1)2 (0.4eq.) 
aq-K2C03 (6 eq.) 
ArB(OH)2 (5 eq.) 

DME * 




A-03-01~A-03-24 ^ ^ 

nBu 



"N'^^r^^^'^Y^^ 1) RNH2{2eq.)/THF 



A-02, 91% loading; LL: 0.748 mmol/g 
(Determined by I content) 



Ar ICHaCN (20 eq.)//-Pr2NEt (5 eq.) 
1-Methy-2-pyrrolidinone (NMP) 

O 



NC O^N 



A-04-01~A-04-24 



nBu 



2)Q-I 



R-N 
- H 




Ar 



NCO 



nBu 
A-001~A-096 



a) A'02 (D^m : 4-::^ ;]/:7T 5. Jl^y^V )]y AM (3.9 g) (Di^<h^^ 

10 (80 ml) i-:7^5^;i/-5-3— K-2-:t^ v-i,2-i;'- 1 K n U i>^> 

-3-*;i/#'>^ (A-oi) (4.1 g),^t;^^ iV,iV-i;^^ V :7'n t:Vi/ai5^;]/T ^ > (3.7 ml) ^ 
SPx.fe. lo^^J^bfef^f:: PyBOP (6.6 g) ^^MTin^, ^^iz lammmm^ 

fe, l^i/^><&^imb, 7k, THF, i^^h^^\y>, RXf :^~y^ Jly^M'AWS^ ^ ^ 
htci J; D VS^>(A-02) [5.2 g, 92% (a^^^^^^if)] 
15 b) l^i^>(A-03-01~A-03-24)®:&fig : P :^ > A-02 (150 mg) ^ 24 m(D y ^ 

iZ^MLy ^tl^-nC DME (2.5 ml), PdCl2(dppf) (35 mg), TU-;i/4^^It (5 
a«), St>^MM:tr U ^ A7J<v§yS (2M, 0.34 ml) ^iU^t^. 80 ^CT 18 B#P^Ji# 
Lfe^, lyi^>^Ml^> 7jc, THF, iV-;^ n U F>, Jg-ffci ^ 5^ 1/ > , ^ti^^ 

rc — 5^;i/l!Jli^^f3fett^§ C JlJZ ct D Vi^> A-03-01-A-03-24 
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c) ]yi?> A-04-01~A-04-24 ©^fig : 1/ > A-03-01~A-03-24 N-^ ^)V\^U 
U h' > (2.0 ml), 3— T-b h > i; ;u (0.16 ml), iV.iV-i^-r V ^ n If ;Vai5^;V 

(0.1ml) ^mWi-em^tz. 24mmmn\^rcm, lyt^y^mmL , 
;nfnuF>, mh^^vy, :at;«ai-5^;i/-e«^J:^^?t-r « c t J: b > a- 

04-01~A-04-24 

d) i-7''5^;i/-2-;t^ V-5-T ij — ;i/-i,2-S^ t h' n tf u i;'>-3-:*);V5}^'>^ t ^ 

A-05-01~A-05-96 (D-^WL : V y A-04-01~A-04-24 O ^ tl^tL ^ ^ io\Z 4 

^i!lb, 96:n::rv— hfc^a-bfe. ^n^nt thf (0.7 mi) ^inx.fe^fc, t 

5 >^ 24 IliM® l/2^>C^ti^n;!jnxfe. 24 B#F^Si:a bfef^tlft^^m^^b 

^^lyy^mWhmWi^mmT-^m^t^^hXz.^ D l-::^g^;i/-2-;t=3pV-5-T u - 
;i/-l,2-S^ t F n U >-3-*;i/AK>it H A-001~A-096 . 

fe-lTt A-001~A-096 CD^tjit^^-To 
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2 5 


No 


MM 


A-001 


o 


A-002 


o 9^ 


A-003 


o 

/Von 


A-004 


o 


A-005 


o 


A-006 


o 


A-007 


o 1^ 



No 




A-008 


o 

o^ 


A-009 


^ O^N 

s 

k 


A-010 


S 

k 


A-011 


9 £^ 

F-^ O'^N 

s 

k 


A-012 


9 JuT^ 


A-013 


CI 

o s\ 

^ ON 


A-014 


CI 

ON 
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12 7 



No 




No 


mm 


A-029 


\ 




A-036 


O ' 

i^N^^n\<^ 

o-' O^I\ 

I. 


M 

y 

1 

X 


A-030 


ON 


1 


A-037 


o' 


A-031 






A-038 


^-^^nV^ 

ON 


O' 


A-032 


o 

I 


' 1 


A-039 




O" 

\ 


A-033 






A-040 


o' 


A-034 


ON 

\ 


A-041 


\ 


1 1 


A-035 


O 'O^^ 

\ 


A-042 


0 N 

\ 
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^12 9 



No 


mm. 




No 


mm 


A-057 


\ 




A-064 


^n^nVV^ 

\ 


A-058 


ON 




A-065 


\ 


A-059 


1 

\ 




A-066 


1 

\ 


A-060 


^n^nV^Y^ 




A-067 


O n-S 
F-^ O^N 

1 

\ 


A-061 


\ 




A-068 


O /j-S 
r^N-^N-Vr^ 

\ 


A-062 


o^n'-^ 




A-069 


rr^NVrV 


A-063 






A-070 
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^13 0 



No 


mm 


A-071 




A-072 




A-073 


9 A F 

or^Yr^F 


A-074 


(fl 9 Jf\ F 
J. U F F 


A-075 


9 f\F 

jOr^Yr^F 

F^ ON ^ 

\ 


A-076 


9 /If 

\ 


A-077 


^^F 



No 


Mm 


A-078 


^ ^^F 
ON 

s 

k 


A-079 


^F 

F-^ O'^N'^ 
\ 


A-080 


^F 

9 iyF 
\ 


A-081 


^ ON 

s 


A-082 


ON 


A-083 


F^ O^N 

S 
k 


A-084 


0 ci^ci 
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mi 3 1 
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U— B> 



HO2C 




socio ^' 



nBu 
B-01 



nBu 
B-02 



N 



too 



1) R-NH2 (2 eq.) 
/ CHaCla 



2) 



NCO 



R 




N 
H 

B-001~B094 



N 

nBu 



a) l-:/5^;i/-2-;^^ V-l,2,5,6,7,8,9,10-::r t K D -i^ ^ D ;t [Z>] If U i?>-3- 

i-:7'9^;i/-2-;r^v -1,2, 5,6,7, 8,9, io-;^<^7 ^ t K n -iy n ^ t: u i;' >-3- 

*;i/5}^">lt (B-01) (416 mgs 1.50 mmol)S > ;!/Ji> (15ml)t^^L. 
— )\^ (328 4.50 inmol)?S:iP^^ 65°C T! 20 ^Sjfe ^ -& S o CI CDS^&?t JlKJE 
Mlit" S CI in 53 J; D ^ l-7"9=-;V-2-:^^ V-1,2,5,6,7,8,9,10-:^^ ^ t H □ -i^ ^ n :r 
10 ^'^[b]}^VP>-3-tlJV-!r^~)V^UV F(B-02)Sf#feo 

b) l-:/5^;i/-2-::^-dp V-l,2,5,6,7,8,9,10-::t^ t ¥ U ^ U :^ ^ ^ [b]}f i^>-3- 

FIfaif* (B-03-01~B-03-94)®-^^ 
i^^^m^-fb AT-^ 5^;!/^ U >mMil.93 mmol/g)^ 96^SjSn/— h C 15 
mg-r-O ^9•abfe©•e.^ >(R-NH2)CD 50 mMm^h^ ^ U >mW.^ 300 :^ 
15 'fb;'< ^ Ix >(700 □l)s l-::^5^;v-2-:t^V-l,2,5,6,7,8,9,l0-:4-i' ^ t F n-iy ^ 

^^[b]\^ U i>' > -3-* JU^<=.JU^ U V K (B-O2)0 30 mg/ml f^Yb ^ 5^ > MM ^ 
100 Dl <fe 996 :^CKi^^:7°^'— h t^tt^tlJP^feo 

^?ST- 15 wmmto vtzmzm^^mMih^ y h^Jlt^An^ , ^ {' 

^nmUlio b;feo l^i^>^li^iJ b, i^-fb^ 5^ >T•^5fe^tb^iM^MffiTT•^*-r 
20 §;i J; 19 B-001~B-094 ^ftfeo 

U>LTJ;i B-001~B-094 ©iiji^^-ro 
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No 


MM. 




No 


MM. 


B-001 


Cn^ o 

\ 




B-008 


CI 

\ 


B-002 


'°Tr^ o 

O N 




B-009 


o 

k 


B-003 


s 




B-010 




B-004 


s 




B-011 




B-005 


^'r^ o 




B-012 


CI 


B-006 


s 




B-013 


k 


B-007 


/ \ 




B-014 
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13 3 



No 


MM 


B-015 


o 






B-016 




B-017 




B-018 


N'^ O 

s 


B-019 




B-020 


S 
k 


B-021 





No 


mm 


B-022 


p 

O 


B-023 




B-024 


s 
\ 


B-025 


s 

k 


B-026 


\.N^ O 

\ 






B-027 


^ O N'^— / 

S 

k 


B-028 
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13 6 



No 


mm 


D-UO / 


IM / V-/ IM ^ — ^ 


B-058 


iJ U U N ^ — ^ 

' \ 


B-059 


1 — \ O 






B-060 




B-061 




B-062 


s 


B-063 





No 






^ O 

\ 


B-065 


O M N / 

V-/ IM 

\ 


B-066 




B-067 




B-068 


\ 


B-069 


S 
I. 


B-070 
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13 8 



No 


mm. 


B-085 


O 


B-086 




B-087 


(T^ O 

s 


B-088 


\ 


B-089 




B-090 





No 




B-091 


0"^ 0 

\ 


B-092 


-^{xo 

s 


B-093 




B-094 


^<XO 
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<5 -r -fy u — c> 

H^N^^,,^ 1)R^-COCI(2eq.) oa ^ _ 

(MP-Carbonate) 
(C-02-01~C-02-19)®-&J5S 

5 i^^^ias-fb jv-^ 5^;i/^;wzh u >#ii(3.o mmoi/g)^ 48 — h c 50 

(C-01)® 25 mM^-fb^ 5^ 1^ 2 n U K (R-COC1,0.10 mmol)SJIi 

t 48 inTM^S 1^ — h t * n tLiO X o 

^Ml? 15 mm^}LO b Id l^^^H^-fb:;!?— 4? ±— hMJii (MP-Carbonate) 
10 *JP^, $e>{3 12^^Miia bfeo l^i^V^^^iSiJ b, :^lb^5^l^>T-^5fe^tb^?^ 
^®idET-C^*1- S C iltC J; 13 C-02-01~C-02-19 ^tf feo 
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13 9 



No 


mm 


C-001 


\ 


C-002 


\ 


C-003 






CI^CI 


C-004 


\ 






C-005 


CI Oq^m^ 

s 




CI 


C-006 


s 

\ 


C-007 


CjN^CI 



No 


Wm 


C-008 


\ 


C-009 


CI Oo^M-k 


C-010 




C-011 




C-012 




C-013 


s 

k 


C-014 
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14 0 



No 


MM 


C-015 


\ 


C-016 




C-017 


\ 


C-018 


X 


C-019 





umm 1 b h CB2 

b h CB2g:^#:^n— F 5 cDNAMB^lJ (Munro ^, Nature, 1993, 365, GI- 
GS) m^m^^m^&M^'^ — T'S) S pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotech %fc) (Dyu'^ — '^~-T^W,i^M:^\a\izW 
AUfeo n^tlt^mM^^ ^ — ^ LipofectAMINE (Gibco BRL tt) ^fflV% 

T^ m^mm cho izmmmmmizht^ti^-ox h^>:^y 3i^^>3y\^. cb2 ^ 
CB2 ^m^^mm^'^rz cho mmt^^mm\.tzmms'u^. W-m^t-^i^Mv^ 

38,000 dpm (D pH]CP55940 (mM^ 0.5 nM : NEN Life Science Products ^feflM) 

hii^iz^ T y-t^ mm^ io.5% ^ikmTjvy'^y^&^ts 50 mMTTis-Kci mm 

m (pH7.4) , ImMEDTAs 3mMMgCl2) FfJl!, 25°C^ 2 Bt ^-f > dp >> 
3 > Ufef^s 1% 4^ U >-r ^ >iiz!LS :7 ^ GF/C izxMMl. 

feo 0.1% BSA^^tf 50 mM Tris-HCl (pH 7.4) Ct^^fert^x ^i^-> > 

Ig-^tt 10 fM WIN55212-2 (US 5081122 IB fi© > :Mf ^ Y^^^i^T^J^X 
Research Biochemicals International ttS) #ffiTl?^!l^bN ^MSlJ^-atCl 

tb cBi g^#;{3>^f-r s^g^^mtt^ cBi ^^i^i^^^mn-r ^ CHO mm^ 

S53^Ufei:*5D^ — ®'^b-^^^f±^ CB2 ^^#:-n0 CP55940 (US 

4371720 >:MiV H 3 ;^ h ) ©^-^^Rfi^bfeo 
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14 1 



-fb^t; Ki (nM) 





CBIg^fr 


CB2g§#: 


2-004 


nt 


101 


3-010 


nt 


57 


3-038 


1252 


12 


4-001 


2851 


28 


4-002 


746 


17 


4-003 


680 


44 


4-052 


1497 


24 


4-053 


254 


6 


4-054 


482 


6 


4-056 


551 


8 


4-061 


124 


2.5 



n.t.: not tested 



ih-^m Ki (nM) 





CB1g^# 


CB2§m* 


4-062 


>5000 


4 


4-101 


890 


1.5 


4-102 


908 


1.6 


4-104 


54 


6 


4-105 


91 


2,1 


4-301 


1769 


8 


4-302 


>5000 


10 


4-310 


512 


9 


5-005 


391 


16 


5-006 


390 


14 



t b CB2 ^mi^^mm^^t:^ cho mmi^.^^^^i^^misu \^ is^^^ >^ 

3.^— i^3>0f^, 7 ;d- ;v ;^ 3 i; > 4 um^ sigma^L) sip^T20^ 

cAMP * ^ Amersham Pharmacia Biotech liM® EIA kit M V^ T U o y 

10 ;t 3 U >P\mi^ ct S cAMP ^J^^y :t U yMMMl^M LX 100%^^ u^ 

m^-fb-^ti© ICBoffi^^t-S^-ro miz^sirt^\). *^BJ'fb^i^{*^ CB2g§i$: 
15 i::^)5-r-§5o 
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1 4 2 





ICso (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



Hffi ddY v•>;;^(7iii^)SffiV^^ lO^M® SBBC ^v>j7;;^:fe^JKMM.d^ 1^(40 ml) 
caiJ-r^ 3 J: D^f^^So ^#*^e> 5 Bm{3 lO^ffl® SRBC S x'r>;^:&^M 
^ilJ^I*l(40 Jifccfc D DTH S^S^^^I-^o *>^lfy-f 

DTHSjj&M^ 1 ^^Hu*5j;t>' 5 mm^^i^^mnm-^iio mi/kg)-r§o srbc ^^m 24 

Welch© tt^^^}3 J: t)=fT^a ^ ^*si?^sP<0.05 (Dh^mMM^ D 
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5 cuff's RM*7jc^s y\ny>, T->;^^ t;h3 

^nrv^-c ife cfc v^T ^ y ^ hKndpi^^ T ;i/ ;i/ 5^ ;t ^ T;u>im;v 

Dxa5S;:-Yi-Y2-Y3-Ra (^Ffi, Y ^ Rv^Y ^ i±^n^'timALi.x 

10 -^X^imm^tl•r^^-C^) d;V^T;i/=5rU'>-t?afeD ; Y2{i^^^^ -0-. - o- c 
(=0) -0-C ( = 0) -0-. -0-C (=0) -NR"-, -O-SO 
2-^ -NR*'-. -NRb-c (=0) -NR'^-S02-^ -NR'^-C ( = 
NH) -NRb-C ( = 0) -O-s -NRb-C ( = 0) - N R - s -N 
R'^-C (=0) -NR^- S O 2-. -NRb-C (=S) -NR^-C ( = 

15 S) -NR'^-s -NR^-SOa-NR^-. -NR'^-C ( = NH) -NR^-. 

-SO2-O-. -SOg-NRb-^ -SOg-NR^'-C ( = 0) -N 
R^-s -C ( = 0) -O-^ -C ( = 0) -NRb-, -C ( = 0) -NR^- 
C ( = 0) -C (=0) -NRb-C (=S) -s -C (=S) -NRi'-. 
-C (=S) -NRi'-C (=0) -C ( = NH) -NRb-, -C (=0) 

20 -^ -C (=0) -NRb-C ( = NR^) -X(*-C ( = 0) -NR^^-NR" 
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^>Ti-h^ g^^$n-CV^T^> J;VNT ^ y s tiKn^ei/^ T;i/ndp>>, ^;^dr;i/^ 

;^;}^-;^, ^ b nx{±^ : - Y4-R <= (Slip's YMi^fg^. -0-. - S 
-SO-s -SO2-. -NH-s -C (=0) -CH2-^ -C (=0) - 
10 NH-3^«-NH-C ( = 0) -T"2fe!3 ; R ttg^ ^ tLt ^^ T <t V^^^m^^^* 

i/, T;i/'ir::^;i/;t ^i^^ t;i/^— 

O-s -S-. -so-. -SOa-s -NH-. -C (=0) -CHg-. 
20 -C ( = 0) -NH-E-XJi-NH-C (=0) - -e ag> D ; ES^ig^3^«g 

1^^ tir t,^•r cfc 1/ >-^^ 0 ; R''^d:g^^^t^.TV^•r^) ci;^/^;^^^l5^i^X 

: - Y^-Re (siit'. Y^fi#^^. g^^^n-tv^-c% 

SO2-. -NH-. -C (=0) -C (=0) -NH-E -X{±-NH-C 
(=0) -X^^ ; E(±^^^X{ig^^$tl-CV^T% J;V^T;^^^'>-efe D ; 
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J; < ; 
X{i S xaOT-^S ; 

20 ^tLTVNT^fo J:v^^7"D•t^-r ^;i/t?a5S) -es^^ti^ST-^i>^5fc©laia^ 2 S 

4. R 1)6^^ : - Y^- Y2- Y3-Ra (5^143^ yi, Y^, Y^^ R^RXf^ 
25 5. R : - Y^-Y^-Y^-Ra (^cf,^ Y3;atfR^{±if5l<® 

mmmimiimMmx:^^) ;Y2{i-o-^ -NRt>-c ( = o) -x(a-c ( = 

O) -NR*'--e^D ; R WiTk^XJiMm^ ti-TVNT ^ J; V^T;i/^;i/T-fe X 
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-Rd Y5(±#$±-^, g^^^t^TV^T^) J:v^7';^^l/>. 

j;o^-?PT u— -??^^n§«i?a& D ; R t^ykm^iitmm^ fix i^^X 

10 sRcDfgH^ 6 JisBt!4®:^3 >^b:-y ^ K 2 M^^#:^fn'l4g^$l^i^o 

8. R 3;St>"R^A^-^t;i:^^Ts Ifl^^ n jg^;5^t>V3i 

v^T^) =l;v^^>'-^f >^iT"^e^^) ^Bigg-r -Sit ^®fg BIB 1 5 J@©^^-rt^;6=' 

15 9. Ri;?)^7jc^. ^>Ty. ;V =>r . V5^:r h . T5, 

t *;v7\-^-i' ;i/X{iS; i-y^-y^-y^-r^ (S;ft', Yi;at>' 

Y 3 ^ fb ^ tL3f43A b T #^-&3i {* «m ^ n T V^ T ^fe J; V^ T ;i' V X t b 

^ y s i>Ty> T;vn^i>-^ t ;i/ ^ ;i/ ;^ ;i/ ;i/ :t ^ ^ b U 7- 

-C ( = 0) -s -0-C ( = 0) -0-. -0-C ( = 0) -NH-. -NH 
25 -NR'^-C ( = 0) -NH-C (=0) -0-. -NH-C ( = 0) - 

NH-^ -NH-C (=S) -NH-. -S-s -SOa-O-^ -SOa-NH 
-SO2-NH-C (=0) -NH-s -C (=0) -0-s -C ( = 0) - 
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NR^~. -C (=S) -NH-. -C (=0) -NH-C (=0) -C ( = 
O) -NH-C (=S) -C ( = 0) -C (=0) -NR^-C ( = NR 
^) -X«-C (=0) -NH-NRb--e^ !3 ; R^;6^■gm^nTV^T^) J;V^T 

R2;6>*7j<^. :-Y4-R<= (5i:;p|3, Y4:6s-o--efe 

i9 ; R ^^b^^T^nT U — tii>^-efe D ; 
20 R3AS7j<^^ T)\/^)\y^ /Nn>if >3^{iSi : - Y^-Rd (^145, Y^fi^^^, 

dp-l/>3Z:tt-C ( = 0) - NH-T;i/^lx>--e$>i9 ; Rd{igJ^^nTV^T*) 

cl;^/^TU— (smaiiUTfis 7\py>-, t;i/^;i/s t;i/=i^$/s 
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T u — ;b;^;i/AN-;i/T ^ y . 5 :rdr v:stF/X(ii^Ty ) xfi^ : - y ^ 

15 ^x. mm-t^Jw.^h±^iz^mmiS'^t^^^\^xh^x'b^\.^m:m^nx\.^xi>x 
20 11. ^^mmmx^^mmommm lm~m9m(D\,^-rni^fi^zmm(D:kl 
25 try ^ F 2M^^-f*^fP'i4igm«asgJ^o 

14. ^ (I ) : 



288 



wo 02/053543 



PCT/JPOl/11427 




i±m^-^^i±T;]y^~]y>X^ b ; R {iii5{<® IgHB imhmWimX:^^) X^ 
$ ttSST"* t) ; 

J:.l^mmWi3i:k±(D-rj]y^)]yy.l±^:-Y^~R^ (^it>s Y « R « 

15 xitm^commm imhmmmx^^ ; 

uv. R^jSiXfR^ib^—mi^ts^^Xs mmir^m^ii^izmm^tix\^^x'bJi^h^^ 
y-aym^n^f^ir ?>m^its R^ifi^ : -y ^ -y ^ -y ^ -r^ i^f^s Y^t^m 

^^X^ D ; Y ^ifimt^-^ nXl^-^X ^h-^T >X^ D ; Y^lt-NR^- C 

( = 0) -C ( = 0) -NR'=--^ag)D ; R ^itUm^ tiX \,^X % Xi^^mMM 

^4bN R3:Rtj«R*A5-im{^^^-t. mmt^w.^hmz^¥mm:^mM (^ab. r 

3 ASgJ^ U -t V^ § j^^ R 4 ^sgj^ X V^ S ^^Jl?F^ CDi^^O 5^^^ /bS-Si^ 
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1^1, Y i:;b5#i^-^T"fe t) s Y ^ifi:j^^Uy^$> b , Y^ifi-C (=0) - N R - t? 

5 *>oR^>bs>^;i/:7T^-i';v-e»i^^nfe:7ai-;n!^;i>) -^s^^ns^-efe 

«.:^^§P^<o ) -tr-^^nS'fb-^tlN ^®rDK^>y<>\ *®Mm±¥F^^tL§ 

1 5 . R^ifi^ :-Yi-Y2-Y3-R^(^cl3, Y^ Y ^ :St>' R ^ {± 
®I5H^ 1 4JRi:llIlc«T-fe D ;Y2{i-o-> -NRi^-C (=0) C 
10 ( = 0)-NR''-T-feD; R *'«7j<*X{±BI^^ tit VnT J; V^T;^^;l/-^ i> ) 

Mm±fF^ ^ n ^ ^ ® ?§^^fn t/o 

1 6 . R3:Rt>'R4*s-im^3^oTV^^V^m*®|gH^ 1 4:fflX{d;^ 1 5 ]R 

15 17. R 3:S:t>-R^*^'-lt{^^^oT. l^3g-r^M^Ji±t(^^^nM?:&t// 

1 8 . R^tfi^ :-Yi-Y2-Y3_Ra (^cfj^ Y M*#M^-efe D ; Y ^ 
20 {±B^i^nTV^T ct V^T;^^^ >-e^ D ; Y2{i-0-. -NH-C (=0) - 

y.lt-C ( = 0) - NH--^^D ; R^{iS^^^tlTV^T^) J;<.^j^^it^SX{*S 

R^ib^T)]y^)V. J\U^yXit^ : - Y^-Rd (^cfi, Y^fi^j^^-efe b ; R^ 
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19. ( I ) : 



M-&3?:{±SI^^ tlT V^-r J; D ; Y^lt-C (=0) -NR^- 

10 D ; R^ttfiJ^^flTVNT*) cfcV^^^^i^XX{ifi^^^^-tV^T*) 

TfR^it-mizt^^x. mm-r^m^t±^iz^^mm^mM (fsb. R^ybmm\^x 
^^^^mm^iiR^iimm\^x\,^^mmm^m<D^^(D^iifi=.mm'^x^ d> -ftb® 

15 ^ : - Y ^ -R^ (^fp. Y ^itmt^^nxl^X% ^\.^TJV^\y>X$> D ; R M^S 

20. »5tc©$5H^ 1 9 Jgiafl4®^b-^i^ (ffl bs R 3:5^r>"R4;6S — 
20 P^1-^Jm?Jl^^f-6M®Mm;^ «abs R3^sgmbTV^;g.MmJg?ilR4 

fi^^-^-^^i)) ^Bfigb^ A^oRi^b^^ :-Yi-Y2-Y3-R^ (^cfi. Y^ 
2^t>'Y3:bs#ife^t?fe t) ; Y^t^-O-X^y) ; R^y :x,-)VX^^) X^^-^tl^ 
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This international application relates to a medicinal composition 
with a cannabinoid 2--type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyridone 
derivative compound . 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compound having a pyridone moiety 
were already disclosed in documents, i.e., EP 887340 Al and WO 99/02499 
Al, published before the priority date for this international 
application. In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those documents . 

Although the active-ingredient compounds disclosed in those 
dociaments have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2--type receptor affinity and that this technical feature is not novel. 
Consequently, this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of substituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I) , the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on substituent similarity. 

Five groups of choices for Rl : 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulf onyl, and nitro, and 

5) -Yl-Y2-Y3-Ra. 

Six groups of choices for R2 : 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulf onyl, and nitro, and 

6) -Y4-RC. 

Six groups of choices for R3 : 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno. 
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4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitro, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, and alkylsulf onyl, and 

6) -Y5-Rd. 

Five groups of choices for R4 : 

1) hydrogen;. 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) oyanOf formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulf onyl, and nitro, and 

6) -Y5-Rd. 

Three groups of choices for R5 : 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6-Re- 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of the 
respective groups. Namely, the number of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices forRl, R2, R3, R4, andRS, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -yi-Y2-Y3-Ra comply with the requirement of unity of 
invention . ) 
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An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsulf inyl, 
alkylsulf onyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 
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